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_h|3 T'>^n7;i/7-/Vlj f3y '<>'if7i!u 
V'-Ct>i<, l-^y^d/K 2-4'y^-yK 1, 2, 3, 4-7h 

7tKnt7?77-l-^/K 1, 2, 3, 4-7 h7t Knt7^V7-2 

— OK 1 — ( 77— /K 2-4l'7*—s''^<£>&ft^fb}i%o 
\*y# n7/^y'^^iJ t b-Cti, #ilx.^ 2, 4 -77 d -<77 '7 '7^ 
7- l — fyK 2, 4-77d^77'7^7- 1 ~4VK 2, 5-77d-^f 
fy^iy- 1 — f ;U%i£:(7) C 5 ~C 6 C977 d 7>rt-# ^i7rc=/k^S^tf btl/So 
ft#, JtfB r77 dT/V# y^di— yl-$j ft, -<7if7^ N 777 77^£i:|?i 
0Jjfctf. 1 ~4'yy-^, 2-4 

o 

rv/^dT/v^/v-T^^Sj t Lttt, rr/^^Sj ©iocotRIij^^ 
r>77o7/^/Hj ^d^dWf 

yV N ! _ a 7> n fcVl^^/K 2 - 77 d 7 d fyl-d^yK 3 - 77 d 7d t? 
/ ;lx7 P d fcVK 4 — 77 d 7d fyl^^vK 5 — 77 d 7d fc°yW<V < 57K 6 — V 
7 c7n t°/v^:3f-vvK 77 d 757^7 f/K 77 d-<77yl-7 TvK 77 d 7"' 
f '7^d^yf/v^f/K 77 d-vdf^yw;* ^-yy N 77 d-N.3f-7yi/7 
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n t°/K y? ^vK 'y# v? fvK 

6 -yf Dt^fM^f'^i®C 4 ~C 14 ®'>^ dT/^- 7/I t/^r/Vl^t 

f^P7^wyiJ attt, 1 —'J'i /K 

^n/D/y-l, 2-v ? -Y/K '>:? uzf$'y— 1 , l-'^/K yt'azfZ 

^-i, 2 — s^/k *y?vz?#y- l, 3-^-f/K i 

— S^/K v^'y# 'y— l , 2-i^f/K ypn^y-py- 1, 3-';M/K 
n^^f-^-^— 1 , 1— v^ pt-^df-i^^— 1 , 2— v^-OK '>^ n^ 

dfiJ-i/— l , 3-^/K v^-y-'y- 1 , 4-v ? -l'/W, y 9 xi '<?&>— 

1, l-'^/K v'^ D ^y-l, 2-^/K ^'o^^y-1, 1 — 

2 -v : -Y/^6DC 3 ~C 8 (D^^ 

#ff btl&o 

[y^ uT^^r^yy&i t UXttx 2-'>^.p7n^2-l, 1-v* 

-OK 2-^B/ry-l, 1 -vMVK 2-V^n^^x>-l, 1— 'SM 
/K 3 -'^b / <>' 7V-1, 1— '✓MVK 2-^o^ty-l, 1— 

/K 2-y? 1, 2-'J4^s 2-y? v^%-±y-i, 4-e^r 

/K 3 -y? u^^r^'y- 1, l-v^f/K 1-V'^n7 , 7 7-1, 2— v^-Y 7K 
1 - y? n^'yyy- 1 , 2-i7^/K 1 — 9 s9 n^*r±'y- 1 , 2— S?>f /H$ 
(DC 3 ~C 6 cOv'^ ci T)V>r~ U'yMt^hfhfi^o 

rry-z^Sj i: ltu, 

0Sx.fif, 7K 1 - t7f/p, 2 —i~z7 c 7'/i'^ T'y Y V 7^j-y b V /K 
r±-f-yf- y=- )v%$<d c 6 ~ c ! 4 ©r y bti/5o 

_tfs rry-^vsj _hia rc 3 ~c 8 <D^nT/i^/v$.k rc 3 ~c 6 

(7)iXi7 Xtt r c 5 ~ C 6 O'V ^ O 7/V^ y 

^LWCV£<s Miff, 4 — 5— f^~/K 1, 2, 3, 4 
-r h7t Kot7^W^-5-^/K 1, 2, 3, 4-7 Fnt7^l^ 

y- 6 — 4VK 3 -7tt77=/K 4-7tt77-/K ^ ^>-4 — f /K 
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y( 'y^r's— 5 — 't'/K 6 — 'f/K 4 's~T 'y— 7 — 4 * ZK 4 7xt^ 

_ yK S-^-^lz-zK 7-7 a c?-W=zK 8-7x^ 

XX ;]y^ § — y bfc'bo 

rry—vvSj t ttii, Mitfx l, 2 —y l, 3— 7x^i/y, 

1 ; 4 -1-7$ 1/y- 1 , 2 — ZK ^-7^ 1 , 3—i?4 

/K ^ 7 * U'y-1, 4 5 -S^/K wy- 

1 , 6 --^zK l, 7-SMzK 1 , 8 -i^T/K 

3-^/K 4-SMzK 1r7# Vis- 2, 

5 — c^^;^ ^-■ 7 ^ l/ >-_ 2 , 6 -vM/K 7-^^/K ^“7 

X^y— 2 , 8 -^^/K TV f7ty-l, 4-^^fOC 6 ~C H ©7!) 

rr^/v^/^Sj i Lttt^ rrA'^vi'&j © 1 rry — /^£j 

1—^-7^/v^^k 2-^-7 
^Zl^fvK 7 yf 7 tS^fA', 7at^* ^ hVxx/V^^zK l^xx 

/l^;Z ^Vl/ N i?37:n.:=-ZV.7* ^VK 1 — 37 xn^^ZK 2 — 37 -X-^^Zl^ 1 ~ ( 1 — ~t~ 
y^/U) rn^zK 1- (2 -^^^-zv) -ai^zK 2- (1— i~y^M 
2 — (2 --^-7^-zW) ^^-zK 3 — 7 x=ZW7 p o bfzK 3- ( 1 -f _ 37^zV) 37 s 
nt*zK 3 — ( 2 — i-y^M 7o tfzK 4 — 7 xt xvvt^zK 4— (1— T “37 
f-zW ^ZK 4- (2-t7fzu) ^ZK 5 - 37 xc~zw<V^zK 5- (1 

—'f~y*?‘A') 5— ( 2 — ^~> r ^zv) -^yfvK 6 — 37:c— /W^S'ZK 

6 - (i-t 7 f^) ^-^zK 6 - (2-'7-:75vl') ^3r'37Zl^<Z>C 7 ~C 16 
©TyzW^rZV'SdS^ff fe>ti/5 0 

r^^^'fbzK^Sj tttll lf'> 7 n [ 2 . 1 - 0 ] -O^zK 

trs/'^p C 2 . 2 . 13 ^7^ZK tf n [ 2 . 2 . 1] *9 *?) K 7 
fbii/<5o 

fclttt, (3. 4] 2‘93‘A'* *t° 

n [4. 5] T3^ — I. 6 — i7xx.xx/i^4j!p<73>2£^^'f £>3l/£> 0 
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>> *y/K y-^y/K yy^ 

/K y>5VK 

iLTtt rTA' :3 rA'£j (D 1 ocotK^I^-?^ T/M3<f 

y/ioJ'ny ^vK 

/K MJ7^tP^f/K yuuyfvK s7ynny^vK FD 7no^f/K 
:/n^5vK ^/n^^f/K H/^p^^f/K 3— Ky 5vK i/3 — Ky 
^•/K hy 3-K^f/K 2, 2, 2-hy7^tnxf/K ^y^7/^nx 
^vK 3 , 3 , 3 - h y :7;M-n yn fc°/K ^yy 7/^o/n fc°/K ^yy 7 
/UtD'1 > y7 , Pt 5 /K / yy/K^ny^VK /•*— y/yyn^3rvvl^<7> 1 1 

3 1@ <D/n n y yJjjCy t*Si $ ftfc C j ~ C 6 n y Wb 

r^pfij turfy #ix.&\ (atism t lt, mm 

ns?-, t 

i) i p 7 y “^s, mwc* mmz m&i-sm 

¥-<mM?) tV T, mmil7\ 

jgy iM3 < tbi n ns 

r^i^fnry“/Hj t utfi, 2 - 711 ^ 3-yy;K 2 - 

y;xn/y 3 — 5^— /K 1— t°piy/K 2-fc‘PD/K 3 — fny/K 2—3r 
*f"7V/K 4-^-y-'/y/K 5-^f"/y/K 3--r y^f-yy/K 4 
— r yy-*yyy/K 5 — r yy-^yyy/K 2-yryy/K 4-fr/y/K 
s-yryy/K 3 — fy^ryv/K 4 — ryyyyy/K 5 — ryyyyy 
/K l-'f^^'/y/K 2^^'/y/K 4-^^/!)/K 5— f^yVy 
/k i — tr^yy/K 3— t^y^y/K 4 — t?yyy/K 5 — tfyyy/K (1, 
2 , 2-3r*cWT'/—jV) -4 — OK ( 1 , 2 , 3-&*f"KT'S—/K -5 
— f/K ( 1 , 2 , • 4-^-drf-i^Ty— JV) -3 --f/K (1, 2, 4-^1^ 
T'/-)V) -5 — f/K (1, 2, 5-t^t'77'/-^) -3-^/K (1, 2, 
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5 -4— f/K (1, 3, /l") - 2 — f 

/V N (1, 3, 4 — '/'—A') — 5— 'f/K ^ (1, 2, 3 — 

^r'J7'/—^) -4-^/K (1,2, 3-fT^7'/“/H - 5 —T/K (1, 

2, 4-f7'^7'/^) -3—lVK (1, 2, 4-77^7'/“^) - 5 —f 
/K (1, 2, 5 —7'7'y7 7~-)V) -3-4VK (1, 2, 5 -^7 'J7'/— JV) 
-A-' f/K (1, 3, 4-f7'^7'/!)/l) -2—Y/K (1, 3, 4-f7'^ 
7'/!)/V) -5-4VK ( 1 H — 1 , 2, 3-M)7/“/^) - 1 -^/K (1H 
-1, 2, 3-iy7'/-/l) -4— OK (1H-1, 2, 3-197 9—S^) 

— 5 — f /K (2 H— 1 , 2, 3-19 7^“/!) -2--OK (2H-1, 2, 

3 — f- U — 4 — -Y /K ( 1 H— 1,2, 4 — h V 77“^) — 1 — K /K 

(1H-1, 2, 4-H7'/“/V)-3-^ v (lH-l, 2, 4-197'/ 

—;V) -5-4VK (4H-1, 2, 4- h y T 'S'— A/) - 3 -^/K (4H-1, 
2, 4-197^.-/V) — 4— 4VK (1 H— 7 17'/“^) — 1 — -OK (1H 
-Tl7'/~/V) -5— 4 Si's (2H-f l7'/-/l) -2--T/K (2H- fl 
_ 5 — ,VK 2-t°9>v ? /K 3-t°^'K/K 4-t o y^K 3-k°y 
4 - t°y 2 - 1 ° y 5 ; 4 - 1 ° y 5: /k 5 - 1 ° y 

2 -fcr?S?=/K (1, 2 , 3-197^2) -4-4VK (1, 2, 
3_ h ij T ^v) -5-'T/K (1, 2, 4-19 7^y) -3-^/K (1, 2, 

4 — h y T'yy) — 5 —'(Si's ( 1 , 2, 4 — h y T'J’l') — 6 — 4 /K ( 1 , 3, 

5 — h y T i?'*/) — 2 —'f Si's 1 -T-€t”=-/K l-Tiff-ZK 2-Tift°~ 

>^K 4-Tif k°— /K (1, 4 t°K) - 2--T/K (1, 
4-^-^-y-if — 3 —'f /I's (1, 4-3r*-fr1zt°y) —S—'fSl's (1, 4 

— kV) — 6— >f/K (1, 4— ;t‘3Mh£k>') — 7— -f/K (1, 4 — 

-2—Y/K (1, 4-f7ftf'/) -3 -'(Si's (1, 4-^Tif 
£»;/) — 5 —'f /I's (1, 4-^Ti?kK) -6-^/K (1, 4-^TifkK) 

— 7 5 75^ 710#1^TP7 y 

y— /vSj £ u-tte. 2 -^k/77=/k 3 - 
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"<y/7 7=/K 4-^<y'/77=/K 5-^y/77-^ 6-^y^77- 
77 x 7-^y'/7 7-/K i -- r y^y/yyy— 77 x 4r^fy^yy'7 7-/K 
5 — f y^yy7 7-/K 2 -^7'/ [ b ) y-:n~77 x 3-^0/ f b ] ^-oz- 
77 x 4-^y'/ Cb] ^je-77 x 5—0^ Cb) 7U X 6-^^'/ [b] 

^-/K 7-^7 7 Cb) 1 -^7'/ (c) ^xl~77 x 4— ZZ/'S 

Cc] 5--<7y ( C )fx-/K i — r^Ky/K i--r>Ky77 x 

2-77K!i/K 3--Y^Ky/7 x 4-^ ^K!J/7 x 5-^^Ky/K 6 -- f ^ 
Ky/7, 7-^7K.y/K (2H-^y^f7K“/k) -i-^77 x (2H--ry-r 
7HV) -2— f/7 x (2H-^y4'7K“/y) - A-' f/K (2H — f y-f ^ 
K*-77) -5--T/7. (1 H-- f ^yy— 77) -1-4SK (lH-^7^/-/V) 
-3--T/K (1H — l'^yV'-vU) -4--Y/7. (lH-y^yy— 77) -5- 

^77, (1 H-^fyyV— 77) -6 f7K (1 H--T 7^'/- 77) -7-^77, 

(2H-- r^^'/“77) -l->f77 x (2H~y y/y'y-77) -2 T7K ( 2 H 

-yyyy— 77 ) -4--T7K (2H-^7^y- >V) -5-^/k 2-^yyt 
^rf-yy7K 2 y7K 4-^^'/^f-yy7K s-^^y^ 
3r-y-yy77 x 6 — <yy'^-dr-y-'7y77 x 7--<yy;d-3r-y-yy77 x ( 1 , 2 — 
yy y^-y-y- 77 ) -3-^7k ( 1 , 2-^74 y^if-y- 77 ) - a -4 

/K (1, 2~'<'S'J4 7ir^7'- 77) -5-^7K (1, 2 -'O'yy y;^ 
f-y— 77) — 6 — 4 77 x (1, 2 —” <^74 yyj-^f*'/— 77) — 7 — 4 77 x (2, 

1 — <774 77 r^ 7 —;v) -3 — f 77 x (2, 1 -^-774 y^f-y— 77) 
-4— f77 x (2, 1- — iyy-r y^-y-y— 77) -5-^77 x (2, 

^ yy-^r-y-y— 77) - 6 - 4 ^, (2, 1 -^yy^ yy-^f- 7 — 77) - 7 --T77 x 

2 — <yy^ryy77 x 4--<vy^ryy77 x . s-^yy^jy y77 x 6 
y^y^ry y 77 x 7— <^y^ryy77 x (1, 2 -^yyy y^y y— 77) -3 
— f 77 x (i, 2 -^yy^yfry'- 77 ) -4--iV7 x ( 1 , 2-^^y-ry^ 
ry-77) -5-^77, (1, 2— <vy-r y^ry-77) -6— f77 x (1, 2 
-^774 yfjy- 77) -7--f77 x (2, 1 —.'<1/74 74-77— 77) - 3- 
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-f/K (2, 1 — 4 -'f/K (2, l-^y'/^yf7 

_5_^/K (2, l-^'/^yfT'/^) -6 -OK (2, 1 - 
'tls'M 'S'f-T'S'-A') -7 -OK (1, 2, 3— - 
4_^ 7 V n (1, 2, — 5— OK (1, 2, 3 — 

— 6 — -f /K (1, 2, 3 -'ZZS'/ttWT 
_ 7 _^, K (2, 1, 3 -4 — OK (2, 1, 3 

— v?X y — 71') — 5 — -f /V, (1, 2, 3 '^yy^Tv'T'/ /l') 
_ 4 _^, K (i, 2, 3 -5 —OK (1, 2, 3- 

/ <y'/fTv ! 7'/“^) — 6— OK (1, 2, 3- /< ^'/fTi ? TV'“/l') — 7 
— OK (2, 1, 3 — 4— OK (2, 1, 3 — 

-5— f/K ( 1 b y 7'/-^) -1— OK (1 

^ y tK— /v)- 4— f/K(lH — K'/ b U7'/-^)- 5 — f /K 
(lH-^K/bPT'/-^) -6 -OK (1H-^K/MI7'/-A') -7- 
^/K (2H-^y/FP70/l') -2— f/K (2H-^FP7/“A') 
_ 4 _^ /K (2H-07H)7'/“/V) -5— f/K 2-30 U/K 3-30 
i; 7 v x 4_^; ij;^ 5— ^r/y/K 6-^7!)/K 7— 30 OK 8— 

,V x 3--f y30 ]) /K -4 — >f V 5: / OK 5— >fy30y 

/K g-^y^/ y/K 7 — fy^r/JJ/K 8-4030 y/K 3-vO/y — 
, K 4-iy^yyn/K 5-yy;y=K 6-yy/!)=/K 7-yy/!) = 

, K 8-<>y/!)=/K .2-^rt'/!)=/K 4-^0/y~/K 5-#yOy = 

/k 6-^y-'/y-/K 7-30oy=/K 8-^y-'/y =/k 2-3o=¥f-y 
— /K 5— dry ^-y-y ~/K 6-30 3MHJ=/K l-7 0'^K 5-y^ 7 
7 y-/l/, 6 -77 7 ' 7 -/K 2 — y vO /K 3-t7fy 4 — 
777^^/^ 2 — yy — /k 6— yy — /k 7— yy — /k s— yy — /k 
2_^yi7^/K 4-yyyy-/K 6-yyy^-/K 7-yyyv^/K 
1 - # /w* 7!i/K 2 - # /W< 7!)/K 3-77 /W< y y /K 4 - # /W* '/ y /K 
g _;fr /W ^y' y 7 l^ 2— (a — ;*7/Kl5 ]) =./V) „ 3— (a — # /V7^' y ^/U) ^ 4 — 
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5— (a — fnv-j. 1?!)^), 6- ( a— % 1> ^-/V'K 7 

— (a — 8— (a — #/M?y 9— (a — y —/V) N 

1— (3 — ■j&A'jstfcxy /v) % 3— (/3 — y /l^h 4— (j3 — 

5 — (j3 — y /w) % 6 — ( # — y/i^K 7 — ( £ — ^7/1^^'— y /iy n 
8 — ( j3 — ^7/V7j<— y /V) N 9 — ( j3 — y /I s)' 1 — ( 7 — jj/ls7$ y =./V) ' 

2 — ( 7 — # /V/^' y ~/iy ^ 4 — ( 7 — ■iJA'# y —/v) ^ 5 — ( 7 — # /ism* y =./u) x 

6 - ( 7 — y s 7 - ( 7 — #/na? y -^) . 8 - ( y — iuv# y =ao N 

9- (y— ^77W#y -/V). l-T^y^^/K 2-T? V is-zl'' 3 ~T ? V 7 
—JV' 4-T? V i?~SK 9 -T7 V i?—/K l-7i;W=/K 2-7^ 
3-7i;Hy=7K 4-7x7 3f1fi?=/K lO-y^ydp 
f-i7-/K 1 -7i/f7'^;K 2-7i7f7'7=/K 3-7x/f7'7- 
7K 4-7x7^75?=^'! 1 — 2 - 

1 -7xt^ h y '^=/K 2 -7xt7 h y v 5 -^ 3-7:xy- 
Vb9S7n/K 4 - 7 xt y h y '^=/K 6 - 7 x M) 7-7xt 

y MJ '7-;V, 8 — 7xj->’tVi?~A's 9-7x7^^^=^, 10 — 7 m 
h y '^7— /K 2-7xty hny-;K 3 — ^cxy- V h o y ex /K 4— 7x 
y->^ h ci D zz/l?' 5 — 7 =c.'fl' h P y ~/K 6-7xt2bDl)x;K 7~7x 
y-^htiy-/K 8-7xt7Foy-;K 9-7xt7hn!Jx;K 10-7 
fn y ~/k /k 2-f77M/^ l-y^Kyy 

~/k 2-yyKyy^/K s->f^Kys?=/K 5— rvKy^/K 6-4 

^ k y 7->r^K'y^=vK 8 — r^Ky^-zK l-y^y^f-y^ 

=7K 2-yxx/drf-y L -rn/K 3 -7x7 4 - 7 * y 

^y c 2 , 3 — b ] 7y/K t”oo ci, 2 . — b ] t°yyy^K 
'/D (i, 5 — a ] t°y^/K y'^^'/Ci i, 2 — a ] trys^K 4 % 77 1 \, 

5 — a 3 t°y^K 4^77 Cl, 2 — b 3 ify^K 4 $.77 Cl, 2- 
a] t°y^'^-7K 1, 2, 4-b])T7tt C 4 , 3-a3 tfy^K 1, 2, 
4-Hi7'/n [4, 3 — a 3 t°y ?*J=.;vm<D 8 TbM 1 4^.(D^^m^7 
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o T V btiZ ) o 

d si£j t L/rra. fdx:tf^ i-T'^y^-/K 1 -t-^.4- 

Zs—jV, l-fn!) 2 - t°n y 5?n/K 3 - t°n y 'J=./U, 2 -v~ h 7 

t Kp 7JJ/K 3-f Kp7!)/K ^^7 — 7K 1-^^/^^-/^ 

2 y v?^/k 4 — r $ y i - 1 ° 7 '/ y 3 - tr 7 

yyi7^/K 4 -t° 7 '/y V 5 — 7K 1 - ( 2 -t"D!)-/v), 1 - (2-^5:^'/ 
y - /V) % 2 - (2-^^/y^)> 1- (2-t°7)/y^)> 3- ( 2 — tf 

y s? y N 2 — y v 5 — a\ 3 — 1°^ y z?~;k 4 - y z? 

-JV, l -yjN^E-t^y V?=/K 2-7F7tKnt’7^/K (^7**^ 

;l^ 2 ^ y 'y) - 4 — >f /K 1 — t °^7 '7— /K 1 ~ 1^7 i7— / 1 ^<D 3 753§ 7 

L < p aU&Wrf b fi 5 C 

tutii, itn 2 -^^y^~/K 2 

— s?u-?=./V, 3— 7H-7-/K 4-^P7=/K 5 — 7p?p/K 6-7P7 

— /i^ N 7-^p-7^;^ 8 — pu -?=- /K l-'fy^P^/K 3 — Y 7 y u -7 

— 4 — -Y y y p - en/K 5 -'f y^n^P/K G-'f y^P^-zK 7 -'f 

y^PY-;V ( s-'fyyp^^/K 2 — n-^n;l/ x 3 -Wp-7p/K 

4_^^-^ U 7=i/U n 5 — P-r^/K D-7PP-7K 7-ftyp 

•r=/K 8 — Tibr# p-^-/V N l-fyftyp^^/K 3 ~^f p-7~ 

;V, N 4- / fyf^P-7P ; /K 5-^yftyp-7^/K 6 — -< V^f-frV u-r=> 

4 ^ 7 -^fyf^yp' 7::: /K 8 --{ yf^yp^-zK i — -< 7 Ky~/K 2 
—4 7 k y ~/k 3 — 4 7 k v -/^v 4 — -y 7 k y — /k 5 — 4 7 k y — /k 6 
-^ 7 Ky^/K 7 — "f 7 k y — /k 1 — ^y^7Ky=/K 2 — ^y^^Ky 

-/7 4-^y^7K!Jpp/K 5-^y-Y 7K!)= 7K 2-(4H-ypy^)^ 

3- (4H-ypy^)> 4- ( 4 H-ypy=/y), 5- ( 4 H-y py-^K 

6- ( 4 H-ypy^), 7 - (4H-ypy^), 8- (4H-y P7< — ^)s 

1 -^ytut=./v s 3 -^yyny^K 4 -^yyny^/K 5 — fyyp 

7 -4'y^oyp/K 8 — fy^cy=/K 1 — 
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(lH-t'ny^)> 2- (lH-ecy^), 3- (1H-Ifp!)^ 
5- (lH-t”py^), 6- (lH-fny^/V), 7- (lH-t° 

n v f©8Mi oi©« l < 

±12 Kfoiij <d*x\ -tzm* mm?) 

•tz StS?I§bF\ fciltR. $ fltc.^ 7- n 

(niR^) t ut, 

mmm*. mnw^Rxf^mw^mfrbmfc£htc^T*f%* 1 75M3a^^ru 

U 1 - fcf n y i?~/K 1 -' f 5: #'/ V v 5 — /K 1 — bT7 ^ !> S?=/K 

i y s?=/k i -±T'/ y s?zi/v % t°-< y v 5 / . ^-/v* y y N 1 - 1° 

^<7 /k yy-4 — </k i — Jj^tr^y v^/k i — ^c^etr^ 

7'^/K 2-t”nyy-l-^± 2-^^/yy-l-f/K 2-fc“^y' 
y v- 1 — f7K i-' r>Ky^/K 2 — i v 41/ k y — /k 1, 2, 3, 4 - 
7 h 7 tFn^/yy-i — f/K 1, 2, 3, 4-7 h7t Ko-f y^; u y 
-2-^/K 1 -t°n y 7K l—f^Vy/K l-fc° 7'/y/K l-^^Ky 
/K i—r^^'/y/K 2 — r y-Y^Ky/^cos^^ff 
±saT'y y n > by y n t/v<>-^7VSJx ri/y o 

rry— r'>^a7/^yylj, r^n7/^= bi/S.u rry'-b>' 

r^t°o^^b7K*£j^ r^nfij £!& 

l^br r*^j t$Ffz> 0 ^fc N ^ r^^j ©^t?, rry-^Xj. rx 
rw^7P7y'-/vSj, rxi ri^i^rn7y-/Hj 
Mlt £ffc1~5 0 

£UTi± ffcKn^v'Sj ©7k^Ji±^ r^kTk^Xj 
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/i,— 'y? nTz^zv— Tzi^zv— 

; r y ^-zi^— ^■^rv'S ; T^zi'^zv— ; T/^yy— 

rxzl^=idf-v'$ (TzV^rZV— ^'^•V'£)J t ltd 01lx.ff., ^ l' h 

n -^naK*-5^ n-7" h3r'^ ^ b^'y, s e c -zf b 

^. >x ter n— y^'/f Zl/t^rv', 2-^ 

^z^' V**y, 1 - * h 1,2 -*?***,? 

a/K^v's 1 — ^^zW^citK^v's n-^^r^zWt^'X 4 — ^ ^vW'^V'^zVod' 
dj.^ Z-t^jv^y^jvOr^y^ '2-^f-A'^V^/k^^ l-^yvw<:x 
yVM-=¥v\ 3, 3 -'^^^zvy 2, 2-v J z ( ^zwy >^'>, 1, 1- 

'^^zuy h3-v\ 1, 2-^^^zvy h=3rV. 1, 3-^yvK/h*^ 2, 
3-^f/vyb^^ 2-^^-ZVy h^r'>. l-aif-zv^h^^ 1 ~^;V 
-l-^^-;Vzfn^'y. n -^^-J^^'y, n-^-ff-M^c'y, n-s ~ 
zV;d~^v\ n-fi / z^ d rv'> n — n - Kf vvl^^rv^ n 

- HJ -r '>'Zl'^' d rv' N n-fh7T'>zvt^ n — 

rrzWr-zV-^v^J tf~zK**v\ (/o^-l-xy 

-jL-^yV) ^-dri/ N T y zl/^-^i/^ 'f yyn^^zv^-df-'^ {zf^-l-^y- 
i — ^yu) ^v\ (zf^-2-^'y-i-^^) zf*'y, (zf?-3 -^-y- 1 
--YzV) (2 — ^ ^-zvyci/-?- 2 — 31V— 1— ■ 'fzV) (1-^^ 

yl^n/^ — 2 — :x;y — 1 — -Y zlO^^r'^ i^y?— 1 —^'y— 1 — < Zl^)^‘ d r'>', 
(✓0^—2— x.^ — 1 -'l'/W)^'^V > (-<y$ — 3 — x.^— 1 — -Y ;W)^' d f-v' N 

! -4,u)$-3c'yA3-*?-/i'y?-2-^y- 1-' <M 
3 -3Ly- 1 --TzW :^v\ (^e-y— 1-^- 
1 _ >f y V ) (^^f— 2-OCV-1— fzw) (^f--3-^y 

-1 -j/v) ;^v\ (^-y— 4-^V-l — fzv) (^-y— 5-^ 
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V— 1 — 'i /V) st^-y^ (4 — pt^yw<7^ — 3— ^7— 1 — i >v) ir^r'y., (4 

— / *5- fls^y # — 3 — 3L'y— l — 'i ;v) $ — 1 —^7— i —7 jv) 

t^-7 (^7°^ — 6 —^y— i —7 jv) ^r^y, {Jr? $— l —^y— i — 7 ;v) 

(t^^-7-xy-i-^;i/) (/ 7— 1 — ^7— 1 — f/7) 

t^r7 N (/ 7— 8 — ^7 — 1 — 7yV) (7*%— 1 — ^7 — 1 — 4 JV) $ - 

dr '7, (x7-9 -^7- 1 -7-4") (£ 7x7- 1 -^7- 1 -sf/ls) 

t^7'(^f^-io-xy-i— f;v) ( Kx7 — l — ^7— i — 

7yv) Jr**y, (Kf^-ll-xy-i-Y;P) 7dr'7 % ( hyf*-l -^7 

— 1— 77') 7drv\ ( h JJ x7— 1 2 — ^7— 1 — 7y^) 73rv\ (r^f^ 

— 1 —zr.y— l — 7 )V) 73rv\ (x h 77^ — 1 3 -xy- l —7 yw) ^-df-7^ 
(^ypyjj— 1 — -^7 — 1 — 7 /7) 7df-v\ (^7^x7 — 1 4 — ^7 — 1 — 7 

;V) it dr 7^ ®C 2 ~C] 5 ©EitXftMit©7;^ 
il/'S o 

rTyl'dr~yU-7^v'2£j i; ltd xf=;ytdr7, (7n7:— 1 — 7 

7-1 — f/l^) 7=^7, ( 7 s n/N°- 2-7 7— 1 -7y^) 7df7, (7;? -1-7 
7— 1— 7yV) ^"df-7, (7^ — 3—7 7—1—77') 7dr7\ (1— ^^VK/n 
/■?- 2 -fy-l->f;l/) 7dr7, (^ 7 ^ - i -7 7- i -770 7=¥ 7 % (-< 
7^ — 4 "7 7— 1 — f yP) 73r7 % (^dff-— i — xf 7 — i —7 )V) 7drv\ 
drf--5-7 7-l-7/V) t^r'7 (^7* - 1 — f 7- 1-7^7) 7dr'7 % 
7^-6-7 7-1-77') 7dr'7, (7^ -1-77-1 — ( ;V) 7d r7 x (7 
7 7-7-77-1 — fyV) 7df7, (/7- 1-77-1-7/1") 7-drv\ (/ 
7*— 8 — 7 7— 1 — 7 y^) 7'dr7 > (x7 —1—77—1—7 yl-0 7dr7 x (x# 

— 9 —7 7— l —7 yv) 7^7, (>>7f^- 1 -7 7- l -777 7df-7, (7 
7x7 — 1 0 —7 7— l — 7T77dr7> ( KrA- l —7 7— l —7 7')73r7 x 

( Kx 7 - 1 1-7 7-1 — < ;v) 7d ( h U 7^77 — i — { 7- l -777 it 
d^7 N ( h ]) x# — 1 2 — 7 7— l — 7 yv) yf~drv\ (x h xx7 — 1—7 7— l 
—770 7df-7 N (x h xx7 — 1 3 —7 7— 1—7 yiO 7=¥7 N (^77x7 _ 
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1 y — 1 — y( ;V) 9 7 s % — 1 4 — 4 'y— 1 —'i M 

c 2 ~ c j /v-x-z-i'&tfmif bti&o 

h^i/ N B^yf/l't^r'yv *st ^^^fvV'^^r'v'x 

v-^ nt^f/^^'>fOC 3 ~C 8 ©v'^ nT/^-t^rv'S^l^tlS, 
r’>^nm/V-7^-^'>iJ Htll 011*.^ 

1 -v/^D/DtVHh^^ 2 — uzfn fcVl^ b3r'>* 3 — v”^ 
n-fu\f;vyxi^^-y^ 4 -v , ^P 7 "DtV^> : 3 e^ 5 -'>^p/o f/i/^y 
6 — i/9 n~yu t°/V' v '^rv'/>^ -:a r'i / N 'y? n 
h^r'> N i/jrv’fJ-A'* b^r'y, yyu^yJ-jvy. b*y, yw 
^y/v* b*y, 2-y^n^yjv^b^y, 3 

^ 4 _c/^ V//K7' h^ri^ t^x y#v*tr*?/V* 

6 — v^ n;$-^^/V^^^/Vo^¥i^0C 4 ~C 14 C0v'^ nT/l/^r^- 

fc UTttx 09*.rf, 1 

ry t y y^yy h 'j/y**y. r±yyyy 

~>v$-*y^(DC 6 ~c 1A (DT V —y-y^-y^&^'fbtiZo 
\T7 JV*M-Jr*ym it rn i—'Tyf-A'* 

b*-y, 2-yyy^^ h^y, ryby±^/^^ b*y, 7xtyM / =/M 

jx^^ yy.yy^f- y~)V^ h^i/x \?y b^v'x l — 

^ 2 — "7 i ~ ( i ~ ■’f~yy^) i — (2 —yy s f‘ 

;v) m b^y. 2— (i—i~yy^) ^ b^-y, 2— (2— i-yyM ^ b^y, 
3— 7x- suyv/js^y^ 3— (1 — yy^jy) yvR^y^ 3— (2— yyy 
jv) 4 -y*=- ;vy b^-y, 4 - (i-t7f^) ^i'^' 4_ 

(2-^-7^/ix) yb^f-v'x 5 - y ^=.)v^yy)Vir^y, 5- (l—i~yy^) 
^yyivir^y. 5- (2-yyy/i') ^y^fr^y, 6 - 7 s=a^^ 
^•^v/ i 6— ( 1 — 'j-yy/i') ^^ryj^ir^-y^ 6— ( 2 — 77 7“ A') ■'^de-v'/v 
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st^y^GO C 7 ~C ! 6 (DT btl&o 

fT/i'^-yyy^-^yS J £ 7 ’f-yyytf-^y, if 

^rv's 1 — 7 ^7^7 1, 1 — v>7 ^fvV-7 ^-yyy^^-iy^co^ 

ffimtfbtlZ o 

(^P'/>'ft:7/v^-t^v'S)j t LXft, r t K 
r/N n y' Wb /VILA'S J 

M;tfc£x 7yl'T~P7 b=^'>\ 7 pp 7 h^rv^ ;/p^e- 7 h 

3rv\ a— K7h3F-5<\ KD^on^ 2, 2, 

2 - h V 7/U^-uaz h=5pv\ ^ypyjvjrv^ h^y^ 3, 3, 3 - HJ7^t 
o7 p tK^t'> / > ^7° 7 y/uj-ay’tfary, y/u^-ay' y /njK^y, 7^*7 

^tn7h^r'>, 7/^n^^-v'/y7' : ¥v'^<0 1 75S 1 3 ffl<Ds'V ^ylfK^F 

VW&Z fltc C j ~ C 6 P ? yftT/Vn ^ 

btl/'So 

itm rt Kp3r'y$j <D7kH?jf^ x r^p^j 
£>* 1 ,, ^fnij t Ltii, ±is r^-^p^sj tm 
r^foi-t^ylj i utii, mfcf, W^fpTD- 
/y-7-=3r^S x m^m^TuTV ~/\'-**ym, 

rfi^fp7y‘-/v-tdr'>sj <bbT{i, 09*.tf % 3 
(^y^rf-'y—yy- 3--T/y) 7-^v\ (fj'7- /y-4 — f/y) 7 - 3 ^ 2 -t? 
y vvvT-^r 3 — 1 ° y i7yu7~3r->\ 4 — t? y vvM-3r'> N (t°y 5 z?y— 4 —4 
;v) tty^fD^&mfbt i-5 o 

rM»^7P7y 5 — fy Ky^T-*^ (^ 
y*4 %^'/—jv- 2-4;v) y^y. 2 -=^/ yyvy^y, 3 -=^/ y/yy-^r 
v\ 4-^y y/yy^y^sa^tf t>ti& 0 

i ttit, fflttf, 3 -t°vy y=Lju* 
3 t-y > 4-t°^y y— /uy^y^ogas^srf 
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bXsXtt* MX.#* 3 —4 K D — 

riMbjMf— *^y 7 =' /^j £ l-o± r^/v77=.;wsj <D7k^w^^ 1 , r ^ 
flakEaki -ceifeSftfcSas^tf fetK r^bTkstj fc brtt. ±15 r»±*$j 
fc e»^«5 0 r^b^-y/^y t— A'Sj ibttt, #1*.^ t/^ 

^-7/V77^I, 7;^^-7/V77=/^ 7;^i;l/-7/V7 7 = 

i/y n yjV^rJV— T^jvy 7 =- A'Sk i^y ^ TA'^rA' - T’VV'^F’A' - •X/V'7 7 

: 7U^-^77=^ ^7 

/l^A'— 7.^7 7 =■ t>t^5 0 

r 7/V ^ v _7^7 7 -;Hj tim flifcff. ^w^77=^ 31 

7;V7 7 -;K n-7°n 1^7^7 7 ^ y tW^/^7 7 =/K n-^ 

f /V^/W 7 7 'f y yf 7 =-/V, sec-^f/W7 7=/K t 

er t -7f^77 =/V % n-^yf/^/^7-/K ^ y^yf /P7/1/7 

7 - / v > ( 2 — 7 ^ 77 ^ (1 — y ^Ay/^A') ^7 7 =/k 

( 1 , 2 — 5?y ^VK/P tvv) 7/1/7 7-/^ (1 — 

xf/lz/n fcVix) 7 ^ 77 ^/K n 7-/K (4 — y^/WO^ 
7 v) 7/W7 7^/K (3-y^/y^y^) 7^7 7'/K (2-^^^) 
^/v,^ 7 ^/k ( 1 -y ^/ wc/^/v) 7A'7 7=/k (3, 3 --yy ^a^^ao 
7 ^ 77 ^/K ( 2 , 2 —yy ±y^y±/^> ^7V7 t=/k.(i, i-^y±/^ 
^yi/) ^ 77 ^ ( 1 , 2 — i^y S $~f\s'7 s f~i\s) 7 ^ 77 — 7 v; ( 1 , 3 — V s y 

^A'T/^’A') 7^7 7-/K (2, 3 — i^y f/vyf/^) 7^7 7-/K ( 2 —^ 
±7^y'±/V) **77=^ (1-xf/V^) X/V7 7=/K (l-a^/v- 
i-^f^ntvv) 7/W7 7-/K n-^yw^77=: Av n-t^f/W 
7.71,7 7 -7V, n - y =/V7/V7 7 — A\ n -fy /^^7 7 — 'K n — £ 7j 
'7^77^7 7 ~/K n - K 7 'y/^y/^y 7 =/K n - h 7 — 7K 

n — =j- }•> 7 7 r v'A'7 7l-'7 7 ^/U N n — ^y^T'7/^7/1^7 7 nA^<7) C i~ C j 5 

7 ~77S;Wif btiZo 
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t LTI3\ }f=.;V7;V7 7 =^;V^ (7°p 

s<- 1 — =^y— l —Ajv) 7 /I/ 77 -/K TV )V7s)vyr =- /K 4 

'T.jvyy—jv^ (Tf-l-x.y -1 -J/i') 7 /I/ 77 -/K (zff- 2 -=^y- 

1-4/V) 7/P7 7=/K (zf?- 3-^^-1-^/V) 7/V7 7=/ K (2-^ 
2 -JO- 1 7/1^7 7~/K (1 2 —±y 

-l-^'/l') 7/l^7 7^/K ('<>'#— 1 — 3iV- 1 — f/W 7/l^7 7-/K 

2 — xO — 1 — -Y/U) 7/V7 7=/K ('O^ — 3 — 30 — 1 ;V) 7 )V 

77^/ K ('O* — 4-iy- 1 --T/W 7 A/7 7 ^^ (3— *=f-jvzfp- 2 

-30- l -^V) 7^77-/K (3 -^5VV7^- 3 -30 — 1 f/V) 

7 7=/K ('Of'- 1 -pO- 1 --Y/V) j*/l0 7— O ('Of-~2-30- 
1 — O) 7/1/7 7-/K ("Of- — 3 —30— 1 — 40) 7^/1/ y 7 =.jv^ CO 
f— 4 -30— 1 -40) 7/V7 7=/K ('Of'- 5 -xy- 1 — f/V) ^/V7 

7 — /K (4 — yfvWO*-3~30- 1-^/V) (4 —tj'jV 

"O^ — 3—30 — 1 - 4 O) 7/V77=/K ('O^- 1 — 30-1 — fO) JX 
/V7 7=/K {^7'^ - 6 -xy- l -^/P) ^/V7 7-/K (fr9 9 — 1-xy 
-1-^7V) 7JV7 7 =- /K (jrt $ -1 -^'y-1—4 >v) ^/U7t=7K (7 
•J-- 1 - 30 - 1 -fO) 7 / 1 ^ 77 ^ 7K (/f - - 8 - 30 - l — -f/iO 7^77 
-/k (t* 7/ — 1 — ^-y — 1 'i As) ^;V7r=.;v, {Tt>- 9 - 30-1 —j/u) 
7/v7 7=/k (£o-r#- i - 30 - i -4M xa'77 ~A'^ (iJot^-i 
0 - 30 - 1 — i)V) y.jvyr—fr, (Kf>-l-^y-l — fO) twiot — 
/K (Kt^-11-17-1-^/1/) 7)vy 7 — /K (M)f^-l-xy-i 
->f/V) 7/1/7 7-/K ( h V 7%~ 1 2 -30- 1 — -Y/l/) 7)V7 7 ~ /U^ (7 
b77#~l -30- 1 — <M 7/W7 7=/K (7 tofO- 1 3 — xo— 1 — 
J}V) 7/1^7 7'^ ('O^X#— 1 “30— lO/lf 7/V7 7-/K ('O 

9t*-i 4-^y-i-jA') 7 / 1/7 7 =/^f « c 2 ~ c j 5 wiitxttM 

$*$£> TA/fr — /W- ^7^7 7 — P> 

rT/l'=3r=;l'-^/V^7=/V'$J iim fllfcWU xf-;l,7^7 7=/K (T' 
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X2/<— i l — Y7k) 7/V7 7-/K (7x2 y< — 2 — 4 7 — 1 — 4 7) 77 

y 7 ~;V, (77 — 1 —4 7— 1 ~4 7) ^^7r=/K (72-3 -4 7- 1 - 
7 ) /K ( 1 — 777 n — 2 — Y 7 — 1 — 4 7k) ^7j-/K 

(^l/?- 1-4 7-1 -47) 777 7 — 7, b<77-4-^7- 1 — fVk) 
777 7 :=. 7k % — 1 — -Y 7 — 1 — i 7) 777 7—7^ (^~77 5 ~4 

>'—1—4/1') ^/V7 7 =/K (^77 — 1 — 4 7— 1 ~47, (^7? — 6 — f 
7 — 1 — YVk) 7/l^7 7 -/K {JrV 7 — 1 — -Y 7 — 1 —4 7) -X7k7 r 
7 7—1 — 4 7— 1 — -Y7k) 777 7—7, (7 7— 1 --Y 7— 1 —4 7) 777 
7 =-7, (47- 8-4 7-1—47) ^/V7 7=/ Cr# — 1 -"f 7- 1 -Y 

7k) 7/l^7 7-/K (77 — 9 f 7— 1 — Y 7k) 7 7k 7 7 •= 1 A\ (7 1/7 7 ~ 1 

— 4 7 - 1 — xf 7 k) ^.7k^7— 7, (7777— 1 0 — -Y V— 1 —4 7 k) 77 k 7 7 

-7k. ( F77 ~ 1 f7-l— -fA') 7777 — 7k. (Kr^-1 l-Y^-l 

-xf7k) 777 7—7. ( h !) 77 — 1 <7-1 4 7k) *7k7 7-/k. ( h V 

77— 1 2 --Y 7 — 1 ~4 7k) 7 /k 7 7— 'K (7 V 7 77 — 1 —4 7— 1 — -Y 7k) 
777 7—/ k. (7 h 777 ~ 1 3—4 7—1—4 7k) 7. 7k 7 7 ^ 7k. (■'<7 ^7"' 
#— 1 — -Y 7 — 1 — -Y/k) 777 7 — 7k. ('<7.777 ~ 1 4 ~ -Y 7 — 1 “ << 7k) 

77 k 7 7 ~/>m(D c 2 ~ c ls (DmmytxnftmMtt<D77*-/i'-4/''7 7 -7 
m&mtfbtiZo 

0/7 X 2 77^7-7777— 7^j ^ tttt. 0Jx.tt. '77 U 7 °n t°7k77k7 
7 - 7 k. 77 X2 77-7777 7 — 7k, '77 n '<7f'7k77k;7 7 — 7k. '77 
777^777—7' i/? 12^777777 7 —7, '77 o ^*7 77777 7 — 7 
c 3 ~ C 8 (D '77 <3 T 7 k^ 7 k- 77 k 7 7 =7kgjO S ^&f b » 

r>77 aT7k^r7k-T7k^r7k-T-7k7 7— 7k$J tbTfi.0ilx.tt. ('77n7°n 

t°7k7 ^ 7 k) 777 7—7, ( 1 — '77 n 7x2 H°7^77) 777 7—7, (2~ 
1 / 7 x 27 x 2473277 ) 777 7 —7, (3—77X2 7x2 477x2 47) 7777 
- 7 k. (4 — 77 X2 7X2 47777) 777 7—7, ( 5 — '77 n 7x2 47^77 
7k) 777 7—7, ( 6 — 77 X2 7x2 4 7^7 '7 7) 777 7—7, ('77 n77 
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;V^ fyu) 7 A '7 7-/K (v'iJ 7 ^;i/7 7-/K {'y^nTT- 

7 VT-=T;V) 7 .;\s 7 T =l/v, (i, ? =f-;v) y,;i'y T ~;v s 

y/i'^f-A') 7 /I/ 77 -/K ( 2 —*/& 7/V7 7-/K (3 — 

i/J; u^^-'y; uyntf/u) 7^7 j-/K (4 — '77 vi^^-'yjv-f^rv) 7,7^77 

=/K (7 7 n ^-7^ 7^7- T 7^) 7 ^ 77 ^ (v 7 ^ n ^-7 =f-;V) 77^7 

7 =- 7K (6 — '>^7 cr^-^ 5 L 7 V^^-v'/V) -^ 71 / 777 — 7^<DC 4 ^C 14 <D77 P7 
7 ^/ 1 / T 7 7 — b tl/5 0 

r7!)“/^/V7 7^ T 7 ^ — /K 1 — 

/K 2 -'T7 S T7\'77V7 7~7V > 77 h V 7 ^/ 777 - /K 
h y — /K T-fe-^T 7 ^!/— /U^/^7 7 t— /^0C 6 ~C 14 CO 

T V —7l'~ 77V7 7 Ilf bfrly&o 

rT7/i'^/u—7.;u7 7=./i'£] i utii, (1 

-t 7f /V^ f /v) 7/1^7 7 ( 2 -t7f ^;V7 7=/K {T'y 

b7± — 77^77 — /K (7xty h U-yl^ 5vl") TWl^T—yK (T 
-fe^T 7 ^^— y^fVl 7 ) 77V77-7V^ {\/y =c.=.)V*=T)V) 7,7^77 — 77 (1 
^/1/7 7^/K { 2 -y 7/P7 7-/K (1- {1-T 

77~7 Is) 7/U7 7^/K (1— {2~'T7T7V) =^T/y) 7)V77=-)V^ 

(2- {l-'TyTM ^>7) 77 \ s7 7 =.;v, (2- ( 2 - T 7 T)V) ^/u) 
7.JV7 7 =.JV, (3 — 7^=.;V7 > vt tvi') X/1^7 7^ (3— (1— 

7’o tf A 7 ) 7)V7 7 ~/K ( 3 - (2-y-:7fvl/) 7 p Pl?A') 7/P77-/K (4 
-7 rcn/K/^Vl') 7/1/7 7-/K (4— (l-t7f/W) ’f'ffls) 77V7 7 =A\ 
(4- {2-T7T-M TTM 7)V77— /K (5-7i=/^7f/l/) ^A 7 ^ 
7— A\ (5- (1^7^) 7JV7 7— /K (5- ( 2 -^^VV) 

'O'^A 7 ) 7)V7 7 =-)\^^ {Q-7 x.=-J\"^3r'y;V) 7JV7 7 =.;V S (6- (1 — 
t7fA') ^VA') 77 V 7 7 ^ 7 V, ( 6 - {2-T7T-M ^^ 77 V) 7/V7 7 

~7Vm<OC 7 ~C 1 e<DT7J\'*J\'-7rV7 7^;V&&m-fbfoZ > 0 
\^U>fy\\yT)V5;)\'-7)\'7 7 ~)V^\ t LT&. \7;V7 7—^1 ^TkSfJHC 
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T/n n tf J i'tifc.JS , 0!lx.}'i N {~ 7 ) 

=5- ;V ) 7;V7 7 ^K (tU'aU'jV) 7^7 7'/K (Xp^O^O) 7^7 7 
_ 7l ^ ^;V7t=- 7K (^Oyl^P^fO) 7^7 7-/K (h!^ 

7 /Vto^f^) 7 — 7K (fjj^np^f/l') 7/1/7 7-/K ( 2 , 2 , 

2 — hi? 77l^P ^50)70:7 7=0 ('O;? 771^ P =50) 707 7 =7 K 
( 3 , 3 , 3 — h U 7 7K3"n 7” p tO) 7^?V7 7 =0 (-^37" ^ o^p tO) 

^7 7 =/K (^?7jV*u4 47u\f>\') 7/W7 7=/K (;t7/^p/ 
^7V) 7/V7 7=/K (✓■?— 7/w^o^^F-i^/l') 707 7 = 714?© 1 75M1 3l@<7> 

/V/— 707 r b ti/ 5o 

[AfDi _ 7; ^ 7 -;Hj am r7/v7 7^/Hj ©*&©-?#. r ^ 
^•ngisj ^tpIj t tttt. Jtia o-tp^sj 

Krni-^/^7^Sj 

D7!) -0-707 7 =/Hs ary -0-707 7 

7)V7 7 btlZo 

rfi^7c7 y -0-707 7 = 7U^J t t"Clt ("f 5 XX-O— 

2— 4 /l') 7*jV7 7 ~7K (1, 2, 4-HJ7 7“0— 2—4 fr) 707 7 — O 
(t°y '77— 2 —-<71') 707 7=7K (try 77— 4 — -f 71--) 7777 7=0 (t 
y ^ 7i/— 2 — 4 )\4) 707 7 = lV^CDllsIP^Vf (btl/So 
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- /V ) *7t,77^7K (4-fcOy7=7V) 707 7=4'^<£>&^2ptf btb^. 
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K y =• /Is) 7*07 7 :=‘0 (4— ^p-7=-7V) 771' 7 7 — 7l''^£>3£/5 i ^t'f (btl/?> 0 
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f)\ fc5V^R al &t7R bl ^-$t£ftoT. 

5 ; y ^tb-5o 

±15 rT'>7U$J 60£ttJ-*5V'T. 

^ (ffl-lA) R al #\pHfc7kliS± £>&$£: 

#/utf=.As&} (&#M : r±±/K yntrtf-svK ^-y/K ^fy/f y/K /< 

WJ/K -< y^l/JJ /K tV^n^/K y^n>f/K s^/US. h-T/K 

7^!) o^/K- T^n t°^-D^ /K y y y y nxf /K yp hy^/K -f y ^ n h J 
-<7K v'^ u-^^'>/W;fr/R2j?:=./K 'y$ v^^is/lspi ^yly&A'zK— A\ ^<yyV 
/K l-t7h-f/K 2-t7f^/K 7x=/V7tf-/l4©$), R* 1 #^ 
p^it'fcSX?: I^vr d^ — T7/V±'^/y^j : 2— yV-Y/K 3-7 d 

-Y/k -Y 

^U-2A) ±3l£±5Sc>*T% R al «7|c|It±^SIr r^-fbfc *- 
±^r'y — ±/y±'n /yJEj (S.^;^i| : pi hdf-v'y7/l'^=/K ^ hdr'>±/y±'^/K y 
x:/ /y x ^<> / v : /y±^r'y±/y7}?— R al ^^^n^£-c 
&5®Sr rA7ni-t^r'y-yi/v^±/Hj 3 - 1 * V V>VJr3r*sluV 

7j £%FfZ> 0 

3fc U-3A) R al ^^{k;7k^£±fcSS^ r^±7K^- 

yi7V^=./y— y7/V/R'xi/^j : ±/y/J^7V^<Di£± R a ^-^y- niUEf 

&%&%: r A 'TP|-^M-/i'-^M^^lj 

5*:' U-4A) R al ^^b7Km$±fc5S^ r 

±3r'y— {McW-^l • * h V A\ ^ h =¥17* V /i^CD 

3£K R al d s ^xt3^S'Cfe^>S^r Fa-jp^- 

S: (to- 5 A) R al 3^{fc;fcl!?$T*fc3^£ fmikz klSt- 

y./wy 7 ^yv— 77 R al #A7P||tfe5M r^ifn^t — yyv 
y 7 -;y— y7;W7}?— /vSj £ffc1“<5 0 

s£ (to -6 A) T^^tLSS^Ty R al #^±7ki§S±fc3S£r r^fbTk^- 
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$J tfrtZ o 

^ (cb — 7 A) R al ^{k7k^S-cfc5S^ r^bTKH- 

A'JS.U R^^x'n^JETrfoSJI^ n^ — 

^ (a> — 8 A) ■«£*i,3gGD c f I 'C\ R al ^ft/kiStfc5l?: rn-fk^cgg- 

x/V7 7=/i/-f^/^=/^Sj% R al ^^T r^y^vM— 

b%Ft% 0 

i£ ( cb — 9 a) R al ^{b7K^ST'fe?>s^ risr-m^k 

^ — 77/W^-f 7W$J (|:#:fl : N-^ f/U^/W^^f /l^f OS), R al ^^7^n 
rN-^rd^-#/w^r/v$j <bfH"5 0 
j£(co - 1 0 A)T^$ti,-5S©^-C% R al Rtl ? R bl ^^7Km*T*fc^S^rN, 
N -*J (&fb* Hf) -;fr/W^E->r/W2£j (AWfl : N, 

§©$), R‘ 1 WR bl ^7niSt'fe5$l: TN, .N-5? (— xn^) -# 
7 W<*e-^/p£j % R^^ftTklltfe!) R bl ^7"D*$T^5$^ TN-^ 
tokHt-N -^- T *&-&&# R‘ 1 St)'R bl Ml^j;oT, 

^ y $T?*>5*Sr ratjjfcr 5 / -# 
(^{£#1 : ^A'/R U / jj/l'y$~/\'^coM) tffi’tZo 
& (co—1 1 A) 'C^$tb5Sco i t l 'CN R a 1 &M / (b7k0g;Vfo5gs$: rN—jpzlk 
tR^ — ^^#7W-S'=e^vw2£.k R al ^7D|It*fe51?: CN-^rni-f 

5£(<d- 1 2 A)t?«$tb5£o4'-C%R al ^R bl ^^{h7R**-efc5S^rN, 
N-S? (ifrfb*#) -^3&7W< i E-4Vi'$.k R! 1 MR bl ^rnSST*fc5 
Tn, N-v 5 (^ rvm) u R al ^J^b7kSf£T*fc 

9 R bl ^TOI$X*fc5$$: rN-^b7R^-N -fol-ft^/W^^ 

^aku R ai &tfR bi #-jf&(c£oT. 

Witk ymx*&z>&% mvtr $ s j £ffc-f-5« 
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^ (co— 13 A) R a r N — 

7R||§ — 7/l'7 7 : f / f /I'Sj > R a TN — ■^•xcr^ — 

^(o- 1 4 A)T^$ft3£^4 I 'CNR al $.^R bl ^$<'fb7RSt£'efc5^£rN, 
N _^ (^HbTkfff) — (AfM&J : N, 

>Ol4§f©$h R al ;&tfR bl tf s ^'rn^£'C*£>5*£ TN, NT— 5? (^xn^) 

7 /v 7 7^^1 j. R al ^^{b7k^$'e^)l9 R bl ^7Piitfc5M r N 

-i*c{b7Rli- N -^tpI-^^7 7 ^ \ R a ‘XtfR b 1 

5; /St’fcSSI: rit^T ^ - ^ 

/V3R=7Ugj (^^(J : l — fcTn y 7K*/V*R~/l^<Z>$) £ffc1 “ £0 

^ (a) — 1 5 a) TN-^b 

— ^ R a rN-^f ni-7 

/V7 -f Ir^rj /UMl • £ ffci" 5 „ 

^:(<b- 1 6 A)7?^£ft5^4 , 7?>R al &tFR bl 3^Hb7R^g7?fc5X&rN, 
N-S? (^MbTRPlt) R u MR u ^T0iSt^5 

TN, N — S? (^7" nit) — Xsuyj /I'ls.U R a ^^bTR^S'C^) 
y R u ^fniit’fe5M rN-^bTR^-N-^xn^-^/^^w^-t^r 
/V$J. R al ^U ? R bl ^-^lC*or. 

(© — 17A) 'C^$tl/•5$(0 ,: { :, 'C^ R 8 1 £^'fb7.R^l='C fc5S5r r^-fbTR^ 

^ ( 00 — 18 A) R a 1 a^{b7R^i£'^fc53S£: r ^b7R^ 

— 7/U7 4 ~/i'j£j % R^^/sfniSt'fcSl?: 

— 7*^7 4 =- A'l&J 

^C(co - 1 9 A)7?^£tL5X<D4 I ^R al 3tU ; R bl ^^'fb7R^t£7?fc ; 5££ro, 
O’ -'^(M'fbTR^) -7R*7R/S.k R a *MR b To, 
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O’ —v 5 (^TPi) R a 1 /6 s M±7k^2£'Cfc !9 R bl ^fDS 

ro-^-fkiTk^-O’ b%FtZ>o 

^ ( cd — 2 o a) ■c^£*b ; 5X© c f , ~e. R al /5^{b7k^S'efe5Sl: r^-fbTkS? 
-^/wk^vuEj GP,#:#] : 'C-'-t? R 

al d^x niStfoSS?: r^x a^l— ^/^Tk — zb-l^ fcffc*f5„ 

^ (to — 2 1 A) T*S$±'52£<£> c f J 't\ R a 1 # s M{b7k^i!='C&>53££r 

-7, f^y j ^WiJ : ^ ^ fry fry -r — ^ -/vfoS) N 

R sl ^7niltfe5M: [ArD|-7/k7y-/Hj 
±IB5S: (<b-ia) 75S (d)-2iA) tt$ii5Sm§ rmbtafcj tb 
rtt, ±!2 r^b7k*& 09^rf, =£ (to — i a) -e 

r^b7k*-^^^'-/^*J t Lttt» T/V'=¥^-^/i'^=7wS, Tfr 
>X=L)V— 7j;Vi^=- fr^ Tfr^c—fr—Zfrtf—frUs, '-y^ vTfr^fr— %fr7$=. 
fr^ i/9 p t frtr-fr—t) fr'fc—) 'y? p t frt> y'y3L=-fr—'hjvj$^fr 
2£, *y# uTfr^cfr— Tfr^cfr— — fr 

1 ; 7!i — fr-t) fri£=-)V& ; 77fr*fr-%frtf—frg; ; &9IM&0Ub&£— 
fj fr-^.=Lfr^ ; ^ t’ p ^Cj^fbTk^ — ^ 771 ^#'— frM ; xyb-^^^^-fkiTk^— ^/7V 
^yl/S^prfbtl/S. 3* ( to — 2 A) Tb^. ( CO- 2 1A) 



1>P$|-efc3o 

±|2:£ (co-l A) M'(w-2.1.A) T^$tb5S(-43{t^ ^7niJ tb 

t», ±12 r^foiSj tPl«©*^rf6>ti/-5. Mx.tfx ^ (co-ia) *c 
S$tb5 r^7"n^-^/7VJj?=7VSj £ bTf± $l±f± fi^7PT!)-/b 
-^77V7k^7W$, ^t-a-#^^XPT!J-7V-^7V±'^7U$. 
x n H| — #7l'7j' — /b'2g N PSt - #7b'/J' — 

5o £JIT* 5£ (to — 2 A) 7b M (co — 2 1 A) 

±12^ (co — 1 0 A) 75M (co — 1 6 A) *b5^£*5tt5 T^fcTS/J 

tbn± ±12 bR&<Dm&mtft>tiz, 
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fi2TO±c9 ra&gj &?fct &&&&%> z> zb 

efco-ct>S*oTV'Tt>iV' 0 'B'lSSt- 
rg^gj t utj± 09*.fifx ^±^ys> 

- hn^ N =. bpyi, ^r;!, -Y y^r/s, y/t hXx ftyrt K£> 
/fyyrtbSx -YyftyjtM, tKo^yl, ^/wyr-^Sx ifr/vjtf 

yy^-^f-ifp®, ±± 77 / 1 ^' 

y/vy t ^ /vS, x/v7^;I^ y/^y <r y-^e-f /y^. yy^y^yjS^ y/i^y 
3L 'f=^y{ ;v$, /fty^ySk t Kn^y±y±~,y2£ N ^y 

R-fb^-^^ySx ^fDi-t^yi, ^Hfczfc i-x/y7 7=/y$, 
^-^7 7 -/pi, ry/v®, t Kyyysu t Kyyvs, yr 

■^=/vs, * w k$> ?■;*-* w ks. 77 /w^-f 5 k-t/^s 

( 7 ^y/S), ry ks.^t 5 ;s, t Kn^yr ?7i, t kh*w ?;s, 
75/t^y$> '7771, -te % % jw<i? / £s s t^/^7/1, 7D7T- 

; v^ n h^vva^ ^7777$, Tfcy/fcn 7S X /fcy/fr^ y 

• y /i^Kx x^^/i'Sx ±y~/iy£ N ^“^y Ki£^ ; !fP&'f 5 <k ^ 5 7?# £o 
±12 rg^£?r^b-cv'‘-c i fe, rg^^j &2$&>±W&i~ 

51^-, j^2flll{^±<7>g^;li{± 

m&m&isXt, x\f\ i©i;?ws^Sx (^±) t 

It, g&MSC^ ^®±®L77^J^±^7)^jl^$^7c-ynir.±l7iV^b3 

HBEJLhi£^r $tbTTV'Tt> X. < x ^lt±^f41fi^±<7>®^^^# : &^7:V' 

Tt>±v' 0 «*«, 

^3^SUI©V>-fiLt?*)o-C 1 b±V' 0 

±12 rg^$^r^‘UTV'Tl)«tV'j fgifeSj J4 % ^g^£±<7> 
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c Dwm ^ 2i@^±(Dg^s-eg 

T?fcoTt>M*o-CV'T<>J:V' 0 Z<D£?ti:M 

hLX^ /•^tiSfyfcTA'^A'— tuvi&=. /u£ : HJ7/^nT 

■fc? 7 Hff©£h ^D^Wb7/^/V-7/V*^^l (J&#09 : h y ^ 

x 7v / /v-^ :3 f : '>lx t r— ^£x n— ^ fbTk 

iS-7USx N, N-5? (0Hfc*£) -75 7$x N-- -roi-7^$, 
N-^fc7k*-N-^r ogt-T 5; ;l, Tvvv— t^/Xx s? (T'>^) -t 
$y*<?os^tfe>'tis. £fcx ±IB rg^*j _±w rg&j 
tc o TH y t& £ ftx b £ v \ 

rTi/^-^^v^Sj t.l/tli, r fc Kn^'7Sj <D7k^]^^-^ s TT'>/^J 7?g 

&$ftfc*asssrf b*v ? ytti'V'fA'ttzsm* 

#/W^^/V;^^v / 3ix /V^^rS/SSix 7; 

^7V7 7 ^^' ; E-'Y/^^' :3 r'>Sx 
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5^ (co-IB) -C r 

: T± b^r'>, 'O'/'f x R a2 

^fnlSt'fcSS?: /V— £#-f5 0 

S; U — 2 b) -c&$jh/3£©*f>T?. R a2 ^^k7k rjfcfls**- 

R a2 ;^^xf c||ii='C& ; 5i££: r^-^n^ — ^- 
^ri/- 'fr;\'i£~;\'— ^^rv'JEj £ffci~5 0 

5£ (a) — 3 B) -esftSftsgo'pTN R a2 ^tokl^£Tfc3$£: r&fls**- 
^7/VxK=/v— R a 2 ;$ s ^^n£lil£'C&>32£ : £r f^rnS 
— jj/V$=./\'— ^7/k#=-/U— 

a: ( co — 4 b) -e^$tL5^© c f i "e. R i2 ^ttilTfc5S?r 

t^r'>- ^7/V7}?n/u— ^7 /utJ?=./u— R a 2 ;$^^pJl2£7:&53£ : t: r^- 

T n^-^r^r'y— ;V^=.jV— j] ;V7$zz.;l'— b%FtZ) 0 

5S: ( co — 5 B) R a2 «7XiSTfc5i^ : r^<b7k^- 

T.fV7 7 =-/V— j^/U7^=. ;V— J N R* 2 ^xPilX‘fe5M f^TO 

5£ (co — 6 B) 'T?^£;ft/5£© t f I Tr N R l2 ^ttiltfc5llr I'^'ftokSf- 

R a 2 ^70llT'S)5S$: r^fnS-f-t* 

;V/}?n/V— t^v/Sj 

3S: ( co — 7 B) 7?^ £*1,5$©^ 7?, R a2 ^^7R^$T*fc'5$^ r^{b7k^- 
ir^r'y-f-tti 7 ^=- jv— R a 2 ri^xo^$-Trfc5i££r r^-^pgt 
— $-%■*/— 7V— ir^'f'So 

5S ( co — 8 b) 'T?&£:h/5*© t f»-e % R a2 ^^b7k^T'fc5$^ r^bTk*- 

7 ^ 77 ^- 7V— R a r— 

7D^-7/l/7 T— 71 — 7V— ^^'7Sj i:^i~5o 

5£ ( co — 9 B) R a2 2^fc7kSt£-C&>5££ rN-gfrffc* 

R a2 ^^n|i®-efe^$^ Fn-^7oI- 

#/w^*Oi'— t^v'ISj bffi't5 0 
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^(tu - i o B)T'S£ti3$^4 I T\R a2 &<J ? R b2 ^0<{b7Rlf£'tfo5$$:rN, 
N -5? (mt tR§S) -^7/W^-r/W-^-=3r^J s R a2 &l/R b2 ;^ TcSSt* 
TN, N — v 5 -#7W^4'/l'-;fr^v'S.k R a2 #^Hb7R 

^)R b2 ^f rN-M<b7K*-N-^rn^-^/w^ 

^£■^7^— R a2 ^.TJ ? R b2 ^ — 

't'So 

5£ (<a-l IB) '^$;Ru ; 5X£> i: f 3 7? % R a2 ^^'fb^^S'Cfe5X^r rN-^{b 
t}c^ — T'OrtnV/^X'i )\/— R a 2 d s ^xniS3£''Cfc<5i£3: fN — 

5S:(a) — 1 2 B)7r^£;ft52=^4 , 7^R a2 &IJ ? R b2 ;d s ^b7Rlt2;7rfo3;I= : £:rN, 
N-v? (^HbTRit) R a2 S:tJ ? R b2 ^^xn^ 

TN, N— v* (^ nit) -?-a-Z> /W^4 /I'-tti'mi, R a2 
R b2 ^7"n^-t?fc6*^: rN-^b7K*-N-^7"n^ 
-<?•*- jvVs<*'(J\'-**Ss&U R ‘^t^R* 2 #--*&»£* oT, 

W';y-W/^=/v 

5£ (ffl-1 3B) 7r^£tb5i£<£> i: l :, 'C^ R a2 #\0Hb7R^3£T?fc5i£t: rN— ^b 
tR^ — 7 /V77 ; f'l'/l'- ^^rv'S.U R a2 tf s ^^ttSi;£7;&>32l ; 5: fN-^TO 
'^fvyy^'i ;V— 
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5; / 3££r^i") XS^tbSS/^i^f £>frbS„ 

±15 rTvvi-'— 7^3£j C0^^(CjoV'T N 

(o — 1C) X^^tbSiSo'f’X. R a3 £ s J^57R^2kXfoS3l£r r^MbTki^— 

R a3 >5 5 ^T'3fi£X&SS£: 

^fSo 

(cd- 2C) x^^tbSSjol^ R a3 d s ^'f57k*$xfcs$ ; lr r^-±7R^- 

R a3 ;d^7 i n^;£X&S2£ : £: r^T - p 



g| — $} — ^^7 7 — /^S J <b <5 o 

^ (co—3C) X^^tbSl^O'f’X. R a3 ;6 s 0<'ft;7k^XX&S££ r^-fbTK^ — 

R a3 ^rniltfc5S?: r ^ 

fpf- ;(7/V7j?~7b'— yjVVy — 7V3£j So 

^ ( ffl _4c) XS^ftS^C^X. R l3 ^{b7kiStfc5llr r^-f57K^- 

7 -^Sj > R a3 dS-±rnHSXfcS 
r^fp^-i" i r'7 _ ^/VjJn=./V — 7/b7 7 — 7V2EJ £ ffc't' So 

^ (co-5C) X^^tbS^O^X. R a3 ^^-fb7K^$XfcS$5: r&Z'(b7k0- 
7 /vtf—jv-x/vy 7 R a3 ^rnlitfcS$l: r ^ 

zj. u T^—y^)\,y y — /V— 7?/b'±'n/V — 7 ^b'SSj <t I'F’t' So 

^ ( ffl - 6C ) XiS^tbSS^X. R a3 3 s j^±7klt$XfcSS£ r^Tk^f- 

R^—xpgftSXfeSSS: r^fPit- 

^^=^-^^77= 7l/£j fcf^l'So 

5£ (CO-7C) x^$tbS$o4>x. R a3 ^{b7K^sxs>s*^ r^b7X^- 
^-j f o / _^^ / ^-;l/-^;l/7 7 ;:: A'H.U R a3 ^7PiltfcSl^ ^ 
7^0^- ±:3ri/ — ^±T7 7V7}?^7V— ^7^7 7 —7V®] So 

^ (<a — 8 C) X^^ftS^O^X. R a3 ^#Hh7k^£XfcS$&: tpkfcfc^- 



x; U y r=.>v-^*%;v7fs~>v-y;vy 7 -7^*j , R a 3 T p iStfcS £ 

£. f^7P|- 7^— ^±77 71^ — 7V— 7>/\''7 7 =■ 7l/$J tf'F't'So 
^ ( ffl _gc) X^^tbSSW't'X. R a3 a^'fb’ki?SX&S£<!r r N-^b± 
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d |- "^jvy 7=^ /I'JEj 

5 S:(co - 1 o R a3 &u ; R b3 ;$^b7klf£7rfo5S£:rN, 

N--^ (j^fbTkH) R a3 WR‘ 3 ^rn 

Tn, N-v 5 hroi) -^7 /w^^e-^/p— ^7 7= 'i-'XR R 
a 3 ^ 5 ^'fb7K^S'Cfe 9 R^i^TPlItSiSl?: rN— i^bzfc^— N— t 3 

R ,3 MR u rt^ioR 

-y/vy r^r'f ^SJ 

S: (ffl-nc) 7?^$ti/<52Etf> t f 3 'C\ R a3 ^ s ^'fb^^S'^fc5S ; l: tn— ^{ b 
7k R* 3 fi^7 n ^£ 7 ? £>£>£&■ Tn 

^(o,- 1 2 C)7r^£tb5X^4 3 7RR a3 &U ; R b3 ;^{b7k^$77&£2E : l:rN, 

N _.^ (^{bTk#) -^ l ^ 7W^>T7V'- R a 3 -WR b3 #^ 
rniltfeSS?: Tn, N-v* (^'t- p g|) -<?-$- /v-y a '7 7 ~ 
/l^R R a3 tf s £Hb7kl?fX7r£> t 9 R b3 tf s — fnlMSSI: rN-^MbTklf- 

i /v/^^ /v—y;vy 7 =-/v^u R* 3 TkXJ-R' z ft— 
ot, rit7 5 

b$rFZ> o 

^ ; ( ffl -i 3C) "C^^jh/SSsO^TN R a3 ^^{b;fc^2£7?fo63££: fN-^-fb 
— 7/W7 7 ;:: ^1j> R a n 3g 21= Tr fN — 

^r o f - ^^7 7 /V - r ^/I'S J if?Rf‘5o 

^(c- 1 4 c)'C*§ti,s£<7) c f I 'C N R a3 s.r7R b3 ^^'fb7k^£'efe^>S^rN, 
N _,^f (^{bTklft) -^/U7 7 ; t'f>--^7 7 =A'SJ, R i3 %.TfR* 3 ft^7 
pIST'fcSStr Tn, n— v 5 (^xngt) —y;vy 7 jv-y^y 4 — fr&u 
R a3 3 s ^'fb7kSfX7?fc l 9 R b3 ^^a^$-efe-5$^: rN-^bTk^-N-^7 1 
^y}vy 7 ^4^~y^y7=-^\, R a3 &t/R b3 ^-$£^&o7R 
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)V— T.jvy 7 =^)VHs\ b 

^ ( co — 1 5 C) R a3 d s ^b7K^£'Cfc'5S^ (N— #Hb 

/i/-7/l / 7 7 :1 ^Sj' r a zfrs^y- n SHE'T/'ifo 5$^ ^N 
x — A'2£j 'bo 

3,(00- 1 6 OT:^£;ft5Xo4 , 7\R a3 &U ? R b3 ^#Hb7k3rt£7?£>5g£rrN, 

N _S? (flfrfbJc*) R‘ 3 XtJSR h3 ^ 

folStfcSl?: rN, N — v' (^xn&) —XA'7 4'}‘ s £'{A'—XA'7 7=- 
/v$Jx R a3 ^^b7K*£T*fct) R b3 ^^xc3#ST*fea$?r rN-^ftak*- 

-f -^-^e^f /i'— x/i'X t=-/ 1^$J> R a 3 2$.tFR b 3 /5 s — 
ot, 5 ylt-fessir r^t^T ^ 

y - 7/W7 7 7/V7 7 =^lJ bffi'T'bo 

3 (<0-17 0 -e^$n5S« c f 3 “C% R a3 ^^b7kmSX'fe?)S§r r^Tk^ 
— /V— ^7 7- /^3£.U R ,3 ^fn|Stfc5M X 
ngft— 33's— T^/R/k^/R— y^jvy x— 7i/3£j b %Fi~ b> 0 
3; (co— 180 R a3 ^^'fk7k*£X’fe5S : lr 

-sv-s^/vyr =- ;VSJx R a3 tf^xnSi&"e£>5&£: r ^ 
^ n ^_^'7-7./^7-f^-7/l'7 7-^lJ b^f %o 
3(co-i 9C)-e^$n§S^4 3 'C%R a3 OTR b3 ^^7k*S'efc5S^ro, 

o’ -i? (&{&**) /^3£J% R a3 ®.y ? R b3 d^xcJ^ 

mx'hZ>&* ro, o’ -$? (^xn^) -***7-**7T=^2£ R R a3 

^j^'fk7k^£7rfc >9 R b3 ^^xn^S'Cfe?>£5r ro— ^ffcTk^— o’ -^7° 

i - ^ 7. * 7 - 7/1/7 7 

^ ( co - 2 oc) T?3t$*i/‘5£© c f , "C% R a3 ^'fb7k^K’efc§St: r^fbTk^ 

-jx/v/k^/i/— 7/V7 7- 7 R$Jn R ,3 d^7DiStfc5llr ^tpI- 7 
/l/7k;n/l/— 7^7 7- /Rid 

3, (co— 2 l c) R a3 ^ J ^'fk7k^S'CfcSKS: r^bTk^ 
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-7/P7^^-7/V77=/VS ± R a3 ^fni$T'fc5S^ kjol- 
^jU-7 4 =/U-7/l/7 7^ij 

jtES: U-ic) 75$ U -210 ra{fc 7 k*j t L 

xit. ±ie r^bTk^Sj ira«©s^rre>tis. M;tit. u-ic) t 

^$tb5 ^-^7 7= /V$J £ LTIt. 

)V~ t;/W7}f— yl/— 7/1/7 z— /l^S. T/l^— 
/u— /I/-7/I/7 7 — /I'S. v-^ ^AsTt-A* 

2k n7^= ;V—jj;V^=. )V — 7 — /I'X. 9 S#. a T/W# Z/'j3U=^;V 

)V— X/V7 7= v / ^nTyl/^r/l--7‘7l/dr^-t7^#=/^-X7V 

7 /w— ^)vy-r=. /uM ; TV —/u—^7/u 

^;V-^;l/7 7 -/V2 ; X t/A-tf;'— )V—*}Vy 7 - =. 

^7 7=^1 ; tl/V'Tj?— JV— 7/1/7 7- fetbSo 

OT. 3*: U-2C) M U-2 1C) T’ift£*L5gt>l^#T'&5 0 
±SS5£ U-ic) 75$ U-2 1 C) K 7 D|j t L 

Tit. ±12 r^-r.p^Xj bti/So 5$ (cu-lC) T 

r^7 i DSS-^^4?=7U-^/i/7T=A'Sj t LTft. ^!l±lt. ^L9H^; 
^TD7 y “/t/-^MT;l,-7/l/77^1, I^S^7P7!J^-* 
T ¥iS^fi^7 o r - 

nM. — Jul'-jS =./]/-?. ;V7 7 ^tbSp 

&T\ a: U-2C) 75$ (a) — 2 1C) T^ftSX&lf^TfcSo 
±§25^1 ( <b 1 0 C ) 75$ ( co 1 6 C ) T|§ $ tl/ S 3£{C3o It *5 f iH^y t 7 J 
ttm ±SB r^r^y^j -t^os^iffetbSo « 

±12 \T'yjV-^/V7 7 =. /!✓£]. r^TK^-^/V'yT^/WSj. xt/ ^7P| 

-7^7 7=^s. J WLT. rtt^7P7T=^*J iffc-TSo Ttb t> 

<b Wit, rg^tr^ruxv'T 

t> T n/v^j tffc-fSo 
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ru-i%{k7km-T^ /&] thx it. rr^y^j o 1 
ikmm) xw&zntcmfrmtfbti, mz.#. n-t 

/l//r^/V-T 5: ;S, N-7M=A'-7 5/$, N-'^d7/^-7^ 
^ N _^/^ N-7D “^-7 5/S, N — 

y$j fcVcwu 09 *.^ y^viyr^y, ^=x>vt ^ y ^ 

n -7°n fcVkT $ /> 4' V ~f n tVV'T ^ ^ 

•y % sec-yf/^T^A ter t-7W';y, n-^75A ^ 

y^yw?;, ( 2 - y ^y>/v) r^y. (1 -y^vK/^/w) r$y, 

^t^yf/yr^y, (i, 2-iyy^/yy p n tyy) rzv. (i-xf/yynt° 
zv) r ^ y N n -^^yA7 $y> ( 4 - y ^/wo^/vO t 5 y . ( 3 - y =3->v 
'<>' 3 ^/ 1 ') 7^y % ( 2 — y < 5vl~^>'fvl') 75/, ( 1 -y 5VW<>'5vl-') 7 5 
y N ( 3 , 3-'yyf/y^)75y, ( 2 , 2 -^^f^f^) r^y. ( 1 , 

1 — >?y =f')VX’ s f-jv) 75 y x ( 1 , 2 — v*y 3-^X3^^) 75/, ( 1 , 3—5/ 
yf/yAf/y) 75 /, ( 2 , 3 — s^y 75y, ( 2 -^/^^v) 
T5;y. (1 -=C.^-JVX'^;V) 75y, (l-^^/k-l-yfvK/ntVl') 75 
y N n -^W5/, n-t^W5/, n-y~AAT5;y % n — f'/zl' 
7 $y, n — !> I/'t's^T ^ y „ n - Kr yA7 5 y , n - M)rv'A75y, 
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T/v=¥/y-T5 y^^i-f ^5. 

rN-7/^=A/-7 5yiJ irUTIi, 09;fctf, t^75y, C/n^-l- 
aiy- 1 -✓f A') 75/, 7y^75/, ^ y^n^-z^T 5/, (7^—1 ~= c - 
T^y, -(^-2-xy-i-y/w) T^y, e/*-3-^ 
— l— xf/v) 75 y, (2 — y f/v7oy - 2 — 1 — 4 ^) 7 5;y N (1 — 

^f^py- 2 -^y - 1 — f/y) 75y, (^yy-i-^y-i— fA') r 
$y, (^y^-2-xy-l-f^) 75/, (^Cx*- 3 -^y- l —4^) 
T5./s (^y*-4-=y-i --f/v) r^y, (3-y^/yy'y-2-^^- 
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1—4/1') {3-yy/vy'y- 3 -*y- 1 -4/V) 

1 l -4/V) 75/, (^^rf-- 2 1 — T/V) 75/, (^f- 

-3-31^-1-^/U) T5;y, 4 -a. V- 1 -4 jv) 75/, (~*3r 

i7- 5 1 — fVW) T^y. (4-/f/^y/-3 1 f ;U) T 

%y^ (4-y 3-^y- 1 —'{Ad 75y, fr^y$- 1 -xy- 
1-4*) (^yy-6 -.^ls- 1 — {*) 75/, -jc^ 

-i-' <*) r^y, (t//-7-xy- 1 — ou) r^y, (y /-- 1 
- 1 -4*) 75/, (/t-8-xy- l --f/U) 75/, Or#- 1 -x^- 
l-'f/U) T^y, (x/7- 9 -=c.y- 1 — (;V) T^y^ (/yfi- 1 -xy 
- 1 — < jv) T%y , (!?yf/;-io-xy-i — f^) 75y, (Kt^-i 
- xzV-l-'fA') 75/, ( Kx/7- 1 1 -x:>- 1 ~4*) T^y^ (bV^f 
y - 1 1 — < >v) 75y, ( h v 7**- 1 2 -^iy- 1 -4*) r%y . 

(7177/7-1 -x:v- 1 - 4 W) 75/,(7 h77/?-l 3 1 — ( 

M r^y. (^ 7 /?-i-^y-i- 4 '/i') 75/, (^y/f^-i 4 - 

X^- 1 ~4*) 7 5 y^©C 2 ~C 15 ©tt^Xfi^^CDN-T^/rxi^ 

TN — /V— T ^5 y 2£j £ LTte, 0j|x.fi£, cn^-7WT5:y, (yn^- 1 
— fly -1-4*) T\y, (/n/ *-2-44-1-4/1') T^y, (y$-l 
-^v-i-^^) 75y, (79-3— 4 y- 1-4 Ad r^y. (i -yy* 
yus*- 2 - 4 's- 1 — {/is) 75y, ('O'? - 1 -4 >- 1 — <*) r^y\ 
(s<^?-4 -4'S- 1 -'1'A')75 y ,(^3rf-- 1 -4 >— 1 ~4*)T$.y. 

5-4's-i-' (*) r^y. (^y 9 — 1 —4 y— 1 —4 /k (^7 

9-6 — fly-1 -4*) T^y, (*9 9-1 — fly-1 — <*) T^y, (;*- 
99- 7-4>-l -' <*) T$y, (y 1— 1 -4 ly- 1 ~4*) r^y. (y 
y- 8-4i/- 1—4 A/) r^y. (x/7- 1 -4's- 1 -4*) 75y, (yy 
-9-4'~y-i -4*) r%y, {yy^ts- i-4iy-i -4*) r%y^ (9 
iyyts-i o~4 y— i -y/i')75y,(K7/7-i — o - 1 -4*)t%s. 
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— -f/v) y . (t - h 77*%— 1 3 — 4 y— 1 — 'i — 

l-Sy-l-sf/i/) 757, 4-yy-l-y^)T5/$© 

c 2 ~ c ! 5 N - 7A'*~fl'- T X y b tb 6 o 

r N _^a7^-7^ylj ittlt #!£«, ^n/n^7.';A 
v/^n7W5/, iyyn^^/WT^y. iyy n — 

y^n^W';7fOC 3 ~C 8 ©N-y^o7/K/V-7 - 

ttiSo 

f — n tvi/j^/v— TA ,: 3 f‘A' — T 5 y 2£j t UTfi, ('>^o7Pt 

,vy=f-jV) T^y> (l-y^n7nt>xf/i,) T^y, (2 -^p7p^ 
y N ( 3 -v 1 ^ p/o tvi/7°n tVW T5;y. (4-y^ o7Dh> 
-f=f-;v) 7 ^ 7 , ( 5 — 'S9 n^n ifjV^-y^/V) T 57x ( 6 — v'y ^ t^V 
-^v'/v) r^y. (y7n7f/Mf^) r^y. (y^^vf/Mf/H r 
5;y. ('>y ny'f/v^^) 7^7> (y^n^yf/^f/v) T5;y, (y^ 
^'y;vy^-j v) r^y, (2-y? Srix/i^^/v) T^y, (3-y^p^ 
tfyu) 7?y, (4-y^p^y/ l/ y'^ l/ ) T5;y N (s/^n-'v/^- 
fvv) r^y. (y^nt^wf/v) T^y. (e-v^p^fvi— * 

yjv) r^ y ^<t>c 4 ~c 14 (7»n-'>^ b7A'^-t^A'- 7 5: y$d^tf 

CN-T y — yv-T 5 y$J t UTfi, 7x=/V7^ y x 

X5;y, 2_t7f;i,757, 7yHi/^757x 7xtV H/>7$7x 

% y^<Z)C 6 ~C 14 <T>N-^y —T9 —JVT ^ y £btb5>o 

r N _ 7 ’y / ^^ 7 ^— 75 y gj £ UTft, ■Mxff. -0 , i?7VT5 y , (l-'t'T 7 ^- 
yvy^/W 757 , ( 2 — y-y^-jvy^-jv) 75y, ( 7 yb 7 -t=:/Mf/y) r 
(y^y YU=-jvy fvu) 75y, (Tiry-7^1/— /I^y ^) 75y, 
(•?7ix/V7f/l') 757, (1 —7x.* t f‘A') 757, ( 2 T 
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(1- (l-t7fA/) ^)V) T^y, (1- (2 -~ry^;v) 

TxS' ( 2 - ( 1 -* ^>V) ( 2 - (2-^7^/U) :x5vl/) 

( 3 -7x^yp f/v) 7$/, (3- d — y D t°^) r 
57, (3- (2-7-7^/V) rntv^) T^y, (4-7x-/k7f/!/) 75/, 
(4- (l-t7f^) 73'A') 75y, (4- (2-7-y^/W) y'TvV) T^y, 
(5-7*=/W<V^) 75/, (5- (l-t7f^) 'O'TvV) 75/, (5 
- (2-^7^/W) ^yf/l') 75y, (6 T$y, (6- 

(1—ry^/U) ^3c'yjV) 75/, (6- (2-7-7^) 7^yf 

COC 7 ~C 16 ON-77M/V-7 5 y^a^tf fetl/'S. 
tn, n— v 5 C^ftyfc^) — T5;y$j i Ltft, ry^yiEj 

r^teR^Slj (btK N, N— 'Jt Tvvy % y , 

N, N-S^^VKr? y , N-^^/^-N-y^/UT^y, N, N-iy-n-y 0 
nfc 7V75y, N, N-77yyDt'^75/,N-7!)^-N-/f-/I/75y, 
N- (70^-2-7 7-1-7^) -N-/7/W7 5/, N, N-7 '>/oa 
^ riy/^T^y, N-'>y n^^iy/V-N-y f/W7 5 /, N-iyy n^^r'y/yy 
5^/vT^y-N-y^T^y, n, n-5?7x=;i/ 75/, N-y^y-N- 
y^—ATT^y, N, N-^7'7/V7 5/, N-y^/^T^ y 

P»tL5. 

TN-^rni-75/Sj J: UTB, ry$y$j © 1 OTkiti^^ T^u 

nm vm&ztiit&tfmtf e>*i, % $!*.«, (3-trnys?=^) 75 /, u- 

tv< y v^/y) 75/, ( 2 — r byt Kn t°y=.ju) 75/, (3-^ >Ky~ 
/y) 75/; (4-y cz-r-yy) y^y, (3-f-^/U') T^y, (3-bry 5?7l/) 
75y, (3-^e-y y/y) 75 /, (s-7yK5^) y $yi$©£a«|ferf b*t5 0 
rN-^-fk/k^-N — ^-r y^j i ttli, r 7 5/ Sj ©2o©7k^ 

r^kTk^Sj Rtf r^pjR^j T?io-foB^$tb7cS^tf hti, 

N-y^y— n- ( 4 — 1 °^ y y^y, n— ( 4 -/ 0 ^) 

-N-/f/l'7 5/ , N-Zf/V-N- (3-y-^— 7U) 75y, N-/f/V- 
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N— ( 3 — ]) , N — N— ( 3 — =¥/y^) 

r7'^-7 5/Sj turn f75/Sj CloC**S?«s, f7^Sj 

iitf, ^5^7 5/ls ^Umn^/k7 5 
;g x ^ yi, #M ; E-{A'7 5'yi, 

31^ yi, ^/I'X-r^w As? ? /i, 5 yiv 

7/i/^7 5yI, ^*/7?yi, S.t7TfB^ : 
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_hiE 

^ (co — ID) R a4 # s ;K{b7fc^l&X&-52:£: 

lnVi?s—)V-T X /£jx R a4 tf s '"' foiStfe?)!?: r^-r 
-T^y^j ttirtZo 

-J 

^ (a) — 2 d) R a4 3 s M-fb7fc^fSxfc5X£ r^-fbTK*- 

R ,4 ^folitfe5S^ r^oS-t 
df-i/— T ^ y 3£j b%Fi~ 5 a 

^ (co— 3D) X^^ttSS^'f’X. R a4 £ s ^fc7k^i£X&52;£ r^b7k# — 

R a4 3^rctgjt$X$>5*£ 

— ^7 7^7}?— jv — Jj — /w — ~r ^ y 3£ j b^~f' : bo 

^ (<B — 4 D) X^£;ft5l£<£> t f 3 '£\ R a4 d s ^b^^S7?&5$£- r^-fbTK^ — 

R a4 ^-rn^®x&'5*£ r ^ 
•7=- jj/U7$=./i'— 1 j;vi^=^jv— 7 x J SJ b^fir -5 0 

S: (co— 5D) R a4 # s ^b7k^3!iXfo5l££r 

^,vy7=-;v-^;v^=-JV-T^/m, R ,4 ^f nll-Cfc5S^ r ^ n 
7,)V7 t =-su— jV—T ^ y3£j 

■* (co — 6 d) x^£ft5£tf>f>xx R a4 ^Mb7kStSxfc5$£ r^bTK H- 

^^7V#=7U-T5;y$Js R a4 ;^xnfi$X&5$£ fATPl-f^ 

y$J £$^~5o 

(co — 7D) X^£ft5;l=<7> t f 1 X\ R a4 ^i^b7k^|£Xfc52=&r r^-fbTfc^ — 

y$J> R l4 ^rnllT'fc5il: r^-rpJt 
^ (co— 8D) Xifi^tl/SSstO^Xx R j4 ^ttiIt'fe5S§: T^bTK^— 

^/i,7 7 % y$.U R a4 /^xcz^$xfc5$£ r^ 
xnlt— yjvy y=-)V— zf-jrftjVT^^-iv— T 5/SJ bffi’f~Z> 0 
^ (co — 9D) X^^ti/^Sco't’X^ R a4 ^^-fb7X^SXfe6S?r rN— ^fbzk 
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5£U~ 1 0D)x?^£2x3$Wx^R a4 &^R b4 ^{b7KSf$T'£>5££rN, 

N— ^ (pHbTk *) -*/W^>f/V-7';;lJ, R a4 MR b4 ^rnlST? 

TN, N-v 5 (-^tp*) /X.U R a4 tf^<b7k 

rN-^b7X^-N— -r 

^ 7^-75: /mu R a 4 2£.t£R b4 # s — ^rtT/b^^L-CV'5^^ 

ritT^y-^/vto-7'; /m\ 
tz* 

3 % (a> — ll D) T'^$;h,5£cD‘f'T\ R a4 ^fb7jc^ST*fe5*^r rN-iftffc 

J^-7^ /mu R , 4 ^70iSt^5$^ Tn-^t" 
pH— f^#7W^-Y7l'— 7 5 / $J t%rt£ o 

5t(a>- 1 2D)T^^ix5S© c l 3 ’e N R a4 j5.t) ? R b4 ^'fb7k^^T'fc5®^rN, 

N — v 5 (IWkTK*) J, R a4 &^R b4 >^7PH 

S-efc'SSSr rN, N-v? (^xpH) -^-#7W^>T/u-T5 /£j, R a 4 

R b4 ^7Dill?fc5S^ rN-^b7k*-N— fni 
-^^7W^^7V-T$ 7gj % R a4 &T7R b4 ^— iWot, 
LTV'5SfitJ^£*tcH#7 rjjUfcr 5; 7 

-T^/m J 15^*5. 

5S (a) — 1 3 D) R a4 ^^{h7K^£t:fe5$^ rN-^-fb 

R a4 ;5^T-ngt$'T?fc5££: Tn-^xp 

H-*/V7 7^'t'/i'-7 5 /mi b%U?% , 

5£(o>- 1 4 D) 'e*$tb5SO^'X? % R a4 S.t5R b4 #^b7K^ST‘fe-5^^r rs? 
CpHbTklt) ^7 7^^-7 5 7$], R a 4 WR b 4 i^70lSX*ife5l 
£ TN, N — i7 (^7PH) ^7U7T^-r7^-T5 7$J, R a4 ^^b7K*$T 
M R b4 ^7niSt*fc5M rN-^TK^-N-^rp^-x/w^r^^ 
7t'-757$.U R a4 SLt/R b4 ^-iH{c^oT, 

t#K:anfcT $ /mvhz>m%rmw;T 5 / -*/u#=7i/-7$ /£j £^i-5 0 
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^ 5D) 'C\ R a4 ri s ^-fb7k^XT:'fc ; 5i££r rN — ifcfc 

t}c^— 7.JV7 j /i*— 7 5; j £j, R a4 ri s ^Tn^2£7?£><52££r Tn— 

oi-^/^7 -i A '—7 5 7 3I=J 5o i ^ (cd — 1 6 D) l?S^tb5S 

<D4>-e, R a4 s.t/R b4 ^^b7k^$-efe5S^ tn, n-v 5 (mfcTk^) -^jv 
7^ft^^-75/I _U R a4 ^R b4 ^^o**'efc^S^ r N, N-3? 
(^xoIR) R a4 ^mb7R^*T^«? R b4 ^ 

rN-JfcfbJc*-N — >rai-^/V7^t^^-7'; 
y$J. R a4 &t/R b4 /^— 

rs^r 5 / - ^^7 =/w-7 5 y 1 j tfa-tz » 

^ (<o — 17D) 7?^$;ft5X<£> ,: f , 't\ R a4 3^b7k^£'C&>‘53£ ; Sr r^-fhTK^ 
— t^y- T 5 /2&k R a4 /5 s ^'rn^g't 5 fo53££r njg- 
'>— 7>/V'&~A'— 7 5; y 2£j b^~7?> o 

5£ (co-1 8D) R a4 /5^b7K*ST^6S5: r^-ffc** 

7t'-T3: /^.k R* 4 ^7nS$tfe5ll: r^-rnJi 

4 ~JV—T % S %, J £ffc1“5o 

5fc(<»- 1 9D)T'^^tb5.$^ c t 3 r%R a4 ^U ? R b4 ^^7k*$-Cfe6S?:ro, 

o’ -i? (#-fb**) -***/-T5: /*j, R a4 S.^R b4 ^— ^ TPll-eJ) 
ro, o’ -s? (^rn^) -7X**y-T^ /gj, R a4 ^^b7k»S 

■efcp R b4 ^7"n^T-fc^£^ ro-^bTK^-O’ -^xnfi-TX^/X/ 
-rs;ySj £$fci"5o 

(a) - 2 od) R a4 ^fc7k^t£'e&5K£ r^HtTk* 

-y/^=;i'-7^ylj> R* 4 ^rni$t'fc5$?r f^-r n^— _ xa-/X~ 
7V-T5;y£j it'ts, 

5$ (co — 2 id) -e^$*i/5£<7)4 l 'C\ R a4 ^'fb7kltX7r£>5X ; S: r^bTK^ 

-^^7^n/i/-7?ys R R a4 75^7"d^$-efe^)£$r r^rni-7/V7 

±fB5S (co-ID) 7!/M (<o — 2 ID) *C*$ti/5£Klfert5 r^HtakliJ b L 
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TJi, ±12 iPI«©£a*#»f&*i/5o 7% (ffl-lD) -e 

/V-7? /Sj tltft 

- 7 ^/ 1 , T/vtr=. jv—T 5 /S> T/V^~/l'-/7/M?=zU'-T 

nT/V^/W— ^7/V/J?=-^— 75 /S> 

v'^nT/V^r 

/U-T 5: 7 

J; 7]j />— T 5 /S ; |g 

5/S;x;w<vm^ffczl^-#/v^~^-x5/S^iMf fcixs. &T, S: (o> 
-2D) 75$ ( co — 2 ID) T?^$*l/5St>l^l'e&5o 

±135$ (co-ID) 75$ (co — 2 1 D) *T?&$ *1/5 Starts r^xnltJ b b 
■cti, ±12 r-^ngjtSj tP«0*^rffe*l/5. #J±fc± 5t (co-ID) 7? 

r/sfnS-7;/^^-7^ySj iltlt fi^TO 

T y n T 17 — >V-fnVifs~)V-7 

*/£ % /S, lfc£^Sl5S;^*8i 

/Nrci-^;l/T|?^-7^7l^ilff)tl5o &(T, 5ft (co- 2D) 75$ (co 
-2 ID) ‘C3f$*l/5St>PJfi67?fc5„ 

JtlH^ (co — 1 0 D) 75$ (co — 1 6 D) 7?^£*u5$fc::i3it5 7it7 5 / J 
iitJJ, ±12 r^r^ysj £H3#©Si«»f fe-*i/5. 
rs7 ( 75 ^) — r 5: /Sj t Ltii^ rr 5 ; /Sj © 2 o©zk^iiB^, ±12 r@ 
urv^Tt <± v^j © rg^^j cd MBit-# ft 5 rry^lj *eg^:§tb 
fcStf s ^f £>*U v 5 (^5 tp) -7^7i, v? (?V ±^5yn^;v) 

-T5/S, 5? (^±^5^) -7^/1, 57 (#/w^^/v) -7^/S, 
v? (^///W-^-YzV) -757$, v 5 (^zUXr^-f/W -757$, 5? (* 
-75 7$, 57 (T7/V±^'» -757$, 57 (XzWTf;) ~7 
5/S, 57 (***/) -757$, RXIT^- 
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(co — 2 E) , 



U-4E) , 



(<u — 6 E) , 



(®-8E) , 



(a)-l OE) , 



( a> — 1 2 E) , 



N-f-S — N— R a5 | (qj — 1 4 E) , 

O R bS / 2 

aS^ 

Aw — 1 6 E) , 




(ffl-1 8E), 



(o,-2 OE) , 



(o> — 2 1 E) 



R a5 &tfR b5 te. IrJ— 

R a 5 S.U ? R b5 d s — ifftot, LTV'-5lE^li^F-£^fcU ffi&Sit: 

iV'gfctKT $/£&&*$■) 

_h|E W (TVA') -T5 7SJ ©J&BHCfcWT:, 

(co— IE) 'C^£tl/-52£'C\ TEX (^-ftSTk^ 
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R ,s ^7nSStfc5M rtf* (^vm- 
% /VtS—jV) -7^/Sj tf'F't'-So 

iS (cu — 2 E) R a5 ;$ s 0Hb7kSfX7?&5££r rtf* ($Hfc7fc|i 

-7 5/ SJ, R aS :a^7"n^*T*fo^^lr T fcT* (^ 
-7 5/ Sj i^i~'5o 

(cd — 3 e) R a5 ^^b7k^m-efe^s^ rtr* Cgfc-fbjc* 

— /i'— jv) — T^/JEj-v R a ^ ISJETrfcSlE^ r tf.x 

(^■7=-t3^ — #/U/}?:=./l — jj/lstf— )V) — T^/Sj £f’Ft~<5o 

5£ (o> — 4 E ) R a5 ^^7kiSt'fc§I?r r tf* (JfcftakslS 

— — jjsvtf~/u) — T^/IEe R ,5 ^7ngJX 4 S)5$ 

^ (<« — 5 e) R aS ^fc7kiffX-e&5S£ rtf* (Ms** 

-7/V77=^-^^^) -r$7Sj. R a5 ^— 7"cr^ST*fe5S^ r tf 

* (^.-T^D^ — 7— 3)JV'&=- ;v) -7^ 7S J if'F't'So 

s£ (cd — 6 e) -e^tL^ST?. R a5 y^'fbzk^f$-e&5££ rtf* (^HfcTkH 

-j'tt fls'$—A') -r^y$j. R a5 ^7Diit*fc5l?: r e* (^*n 

-7$ylj £$fc-f5 0 

5£ (to — 7 E) -e*$ti/5ST% R a5 ^^b7K^S-Cfc5S§: r tf* (mikfcm 

rtf* 

(^7=-D^ — — ^^-^7/^7^'n/V) — T5;ySj tf'Rt'So 
5£ (co — 8 E) 7?^£tu-5$7?. R a5 ^^b7K^$T*fe-5S$r rtf* (mfcTk^ 

— ^7 7— /W— ;U) — T^/2Ej> R lS ^7D|lt'fe5l^ 

rtf* (^7 0f-7^7 7 =7V— /V) — T 5 / 2Ej tl'Ft'So 

S: (ft) — 9 e) -e&stusS’^ R aS ^{t:7K^$T^6£^ rtf* (N-Jfcfc 

TK^-y/zw^^-f/k) r^y$j, R , 5 ^ 70 llt& 5 M rtf* (n-^ 

xn^ — fnV/^'i )V) -75/1 J £l5Rf&o 

iS (ffl-lOE) 7r^$tbSST\ R a5 &tfR bS tf^fc7kli$7?&££3: r if * 
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[N, N-V 1 (£Hb7kH) -7^;l J, R ,5 JttTR b6 ^' X 

r t"x [N, N — v? (^x n^) -757SJ, 

R a5 ^ft7kStS-efc<!) R iS ^rD|lt'fe5M rtfx (N-^HbTkfSf-N 
— .xn^-T&zw^-fyv) -7^y&, R a5 &tfR b5 ;a s — &flc&oTs 

Ttfx (St^T^y- 

-TS;y^J 

5 *; u-iie) R aS ri^b7k^?Sxfc5S£ rtrx (n-^ 

/V) -T^y$ R R ,5 ^rnlit'fe5l?: r t*x 
(N-^7"n#-^-^/w^-f/w) -75/Sj 
5$ ( co 1 2 E) X'*£;fr3£-C\ R a5 ^^R b5 ^^'fb7k^ST-fc6*tr r tf'X 
[N, N — v 5 (l*Hfczk^) -T^y$J. R a5 &U ? R b5 ^ 

^xnitfi-efc-SStr r tfx [N, N— v 5 (^xc^) -^irts /U/^J jV\ - 
T^/mu R aS /^b7klt£Xfo9R b5 ^ rn#Itfc5ll: r if x (N- 
mt-fcm- N-Arnl-f^/^^f/V) -T$y$J, R aS Rt;R b5 ^- 
^tc&o-C, rt" 

x -7^;m tft-f&o 

^ (<d— 13E) *CS£ti ; 53S7r. R a ^^bTK^SXfo-SSj^r r tfx (N— er. 

M -7';/i R R l5 ^rnlitfc5$?: Tex (N 
-^701-7^77^^^) -7^7lj tffiTZo 

^ U-14E) R a5 ®Lt7R b5 ^^7K^®X'fo5Ktr r trx 

[N, N-5? (tfMfeak*) -T^y$Js R aS 2U7R b5 J^ 

7 Bfitfc 5 l^ rtrx [N, N-i? (^>XD#) -^^7 7^/V] -75 
y$j % R aS tf\^k*f|SXfc«9 R ls ^7Bi$t*fe5l$: T tfx (N-^ffc 
TKDf-N-^oaS’-x/i/^T^^) -T^y$J, R a5 &t7R b5 3S— tlfc* 
ot, r t"x ($ 

$:T 5 / — xyi^/R— /Is) -757SJ £fFi~5<> 
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fbTk M -r^y& u R* s ^fniitfc5M rtf* 

-757S J 5„. 

S(ai-16E) -e^^tL5ST% R a5 &OT b5 ^{b7k^*T*fc5££: r If * 
[N, N— S? (IfcfbTk*) -T5;ySj, R a5 &U*R bS ^ 

^naH3£*efc‘5SSr r if * [N, N— v 5 -*)V7 )V\ - 

T$y$R R aS ^^ 7 K^S-efe‘9R b5 ^^xn^T*fc5$^ rtf* (N- 
ifrfbtafc-N-^ fog-^^f^/R) R aS S:t7R b5 ^- 

gfftot, rtf 

* -7';;sj 

SU-17E) -e^$^5Sx% R a5 ^^t7K*S-efc5S?r rtf* (#Hb7k 
3d-**'>-*/i'awi'-) 7$y3£.k R aS ^xn^trfe6*^ r tf* (^ 

* n JS — -y — * ;^ t}n — /lx) -7 5/ lj tf'F’f'So 

=£ (co-i 8E) 7?^£ti5$*c\ R a 5 tfs^t;zklf$-e £>£>££ rtf* (^-fbTK 
i-t^y-7/i'7^=/i/) - 7,5 ; ij , r 1 5 p s$ t 5S §• r tf * 
(^=rn^—ir^ri/—^?\''7 4 =-> ^) — T5 7SJ tf’F’t'So 
5S (co-1 9 E) XM£tlZ>MX\ R a5 RX?R b5 &mt7kmg;XhZ>m$: r tf* 
[O, O’ -i7 (^frffcjjc*) -***y] R aS &tfR bS ^xn 

atS'Tffesassr rtf* [o, o’ -v 5 (^fci) -^^y] -T*y£_u r 
a5 «^iitfe!)R l5 ^Toiitfe5i^ rtf* (o-mb7k*-o’ 

-^•rol-^7*/) -7^S J 

5$ U-2 0E) -et§ii5St\ R a5 ^^{b7K**T3b^$^ rtf* (^ibTk 
-T^/SJ, R a5 ^— TOfltfo^M rtf* 

— *7^^^^) — T$ySj £ffc1~<5 0 



sS (cu — 2 ie) -eJj$n5*T, R a5 ^fb7Kit$-efc5$£ rtf* (&{bfc 
%-T.jvyy — )V) -T^ym U R ,s ^TDi$tfc5iS: rtf* (^.-r.n 

±125$ (co-IE) 73rs ( co — 2 1 E) T?*$tb5$fc *3 ft 5 it 
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Tf± ±15 5^ (cu-IE) X 

^£±5 rtf^ i Lta, e* (r/u^r 

)V— juvi$.~)v) -7$/S, E* (tvi^/t— sv-tuv'R— jv) -T5;y£' e 

X #7M?— As) -7^/S, E;* 

-7$/l, Et. (i/^P7/^-/V-^M^) -75/S, E* (5/^n 

/^) -75/S, E** ('//a7/^-7K/l' 
-7 5/Sf©t'± ^) -75/S ; 

E:* (7!l-/>-^^=^) -75/S; E* (T 771^7^- /w) - 
75/S; 7V) -75/1; (^t°diS 

^^±7kSf-±7i':±— 7i") -75/S; E;* (v=vw< :/^j^±7k^ — ± 71 ^ ±'—^) 
-7 5 htl5o KT, 5fc (fli-2E)’M (to — 2 1 E) 

&bmW:X'hZ) 0 

±f55£ (cb — 1 E) M. (<a-2 1E) r^-rngj t b 

±f± ±15 r^-rnlt3£j t |Rl#£>2£;&s^§lf b±/6 0 $I;U:£. ^ (co — IE) X 
rE* (^7 t n^-^7^=7V) -75/SJ tLTti, M±fc£, Ejx 
( fi^rnTy^-^/^^/w) -75 S&, E-7. (1^1^7 0 7 
])-7W-^7W±'=7W) -T^/S, E* H ^ # 7l'3j?=7l') 

7s;y$, e* (^'a‘#^^#^-.7 i n#-/7 7i^^7i-) -rs/samuf 
b±5o J^T, 5£ (co — 2 E) (co - 2 1 E) 

±fB5t (co — 1 0 E) (a)-16E) 7?*$ibSSfci3»t-5 (tt7 5/ J 

tutt, ±15 

±15 rrs//u-T$ y£j Rtf r$? (r^w) - 75 /Sj 17 ^ 

tt7 5/Sj i^-T^o Sfc, ±15 rN-^-fbkli-TS; y$j N tn, n-s? 
C&ft;**) -T^ymis fN— -fni-75/lj, rN-^±7k^-N-^ 
±ng-r^/Sj, r*^r$y*j % rxv^-r^ /s_u at; r^ (t^w 
-T5 7SJ wtt, rg^T^/Sj 
&IT, ±®-iK5S (I) 
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±!S-jt£5£ (I) AirLTtt, 

m-O-A ( 5 *#, RXJ&- 

CONH-E GStf, Ete±fB£tti:[Wiax£>5) £ bfcfi 

^S^^Lrv^T’b iv'Tw— >1 <d rri^*- tb-cte, 

^ rvyt 

7xtyhn^I> fcjLS. #$SK:ra\ 'O'H 

I'M, t7^^yifoc 6 ~c 10 o7V'“ytfc^ $ fefc&iigfcte. ^vt? 
^SSXtf^^^^SR-efeO, 'At^jg^w:. 'C'-t?vsrr?S>5. 
±ffi*Z©^|feK:*3tt5 r^-o-A (5£<K AteJtfB^Si Plin?&5) 
5S-CONH-E (a£«f« % EttilBjei&il^il^fcS) X':S£;ft,S»<D^fc: £ h 

fcitijissr^rbwrtjJiv'Tu-^ j o r«su6j irbTii, ±ie 
^l/rwrfc,fcv\| rgm^J fetL5 0 

iS®TW-^±w|tiJM&ittt#k:lS3t$jL*.V' 0 £/c, ttffife2£as 2 fi£A±# 
feXSilr'nN -tftbttlRl— ' ■^fco'Ct^JioTV'-Ct) J:V' 0 

r^-o-A (5£*K 

S:-CONH-E (5*;*, Ef4±ISJt«|tlRll|-C'*>5)'-e*§tl5S©ffiR:$e»- 
KUtlfeXSr^rUrV'Tt^V'TU-^J ^ rs£-0-A (5^, Af£±fB£ft£ 
EUSTCifeS) m-CONH-E (5£*K Eft±lB5&»£l^«X;fc5) X*£ 
*i 5 $£>•(& ££ X ‘£>5#£\ 

8U r^-O-A (5^, Afi±|5^ttii^ex*fc5) W^-CONH-E (5£ 
4b Ete±fS£ji£MXfc5) 

Xfctb r^-o-A (5£4b AttJhlE5t» 

ilWefcS) S^-CONH-E (5t*K EttJ:K£ifcfcl«l MX$>Z) T*£ 

£tL5&<DmzMizu®<nw&£&#-t5'<>' j £>'m] m@ 

Wkmt LTte s #jgfc:fcJ\ TIB rg^S^y-1 Z J a>fc3Sft£*b52£-Cfc»K 
^nyylfMt e r C(l, 1-^^/W) :*f- 
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z] -foS, '>7 7S, t ^ f' 

^v'Sn ^ "f 7 7” n tfA'Sk ter t — y'fvl-'jik 1, 1, 3, 3 — X 

^ y ^ 2 — 7 m y- i — f/Hlk 2 , 2 -v ! v'T y^T 

y- x 2-777- 2 — (y 1 — < 

2 2 -’> 7 / 17 '/- 1 -'f ,7i=/vxf= 

;v£, (H; y^vi-yy/v) x^xi/ys, hy7/^tp^f/H> ^^7/vtn 
7^xi/V^ x 4-. ( MJ 7/^P7f^) 7 zc.=-)\'Hk^ 4—7/1 ^y-n 
y^-,!^ 2, 4-> ? 7/vy'P7^xi/l^ 2-7^571^ 1-tFn^ 

y^/i^ 1 - (y ) oi 1 - [(^y^t^y) -r 5 /] 

2-fxx;H(f^7i7-2-f/H), 3 -fx^S [^^"7 
31 y_3_^ ; ^] x l-fny/US [tTn— /V- 1 -'fA'SK 2-y^/^T 

^7V [1, 2- a] t“y'7y-2-^/H, 2 — 1° y 
[t°y yy-2-4’^i]v T-fe^/t'Sx t’^y 

i. 

4 — '<y , y ? /i't°'<y yy #/y/F'xi,/iy|s N (tfn— /v— 1 — f /v) 

-a^ y N— [3, 5 — \f* {Y')7^ 

7^=/y] N, N-'^y 5vv#/w^-f /«"$. * 

^7 7 ^ 4 /^ n- [3, 5-if7> ( h y 7/ytny 5vv) y/^7 

r^j/vm, n, N-y7 7/yy^7 7^^^i. 7^7^ n, N-'^y^/y 
r ^ / m, 7tf/y7 ? / -<y 'J^/vr ^ / K. y 7 ^7i> 

^yfy7/i/^x/i/7^ 3-7aixi/yyy^ FX. (3-7^— /^) ^^7 
K FS, ( 4 -X hP 7 xx/V) i/Tif— / 'l"2=x {[4— (t°y i^y— 2 — ^/y) 

7/l'7 7 ; t-l'/l'] 7xx/l/} 

±12# (£33*75 rsS-o-A (5£3\ A(3±f2^£P]^7?£>5) RU 

S-CONH-E (5£7\ E(7±f2;SS<i:!*Iil7rfc5) 7?^ £3l, 5 &<£>$!(££ b 
(wB^S^r^LXV'T^ ^V'T V''— yj f^—O — A AH±:iBS^t 

mmx j &5) sxi^-conh-e xm& 
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S^HiTrfcy. — JRS: (I) K:fctt3&Z&^tfTRlR5M*£^ (I z-1) : 




^Tiaa: (iz-2): 

(I z — 2 ) 

MR z i£it5it#t^5 0 TIB rg&SPy- 

2 z J ^b^$tL5*-efc«? N 3E t e r t 

[SIIIr-2z] '>77$; y h^r-y*. y 

S. "T V 7 s ci t°/>* N t e r t -7^7^ 1, 1, 3, 3-rF77 ^/^Zf^ 
/Hx 2-7x-/l^xry-l-^^$, 2, 2-»77 — 1 — 

2->7/-2- (;>< />) x^y- 1 -7/1/1, 2 —J] 

-2->77X7>-l->l'/V$, xfx/v|, y^xi/Vcn^/i^ (hyy^P 

h y 7/>;tny 57>3 $ s TV^y-crx:^!^ 7x 

— />i£s 4— ( h y 7/>y-n y ^y>) ^rnxiyl/^, 4-7^n7x=/V$, 2, 

4 — v^y/i^u y^=.;v^ 2—y^^^;v^ s l-tKo^^xf/^ 1 — 

(y 5 ;/) l— C(^y v^/vy^y) -< 5 ;y] 2 — 

3 - 77 x-/i^ l-t’ny/Ul, 2 -^^/V^-T'/— /I/- 4 ->r 

-r $ [ i , 2 - a ] try 2 -4 >v^ 2 - 1° y ti?^ 

7>s, -r y-^'^y tr^y ^^c/v^w^y x/ytnv 
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(fc°t3— )V- 1 -'i/V) 

n— [3, 5 — ifx ( h ]) y^irv- 7 =f-^) 7 =c.=->v\ IdV/^A ^Sn 
N, /Iz/^-i/l'S, TS./Vy N— [3, 5 — if 7 ( b 

\) yjvir^T- ^vw) 7x-;u] T^tvy 7 ^^ N, N-^fW7 7? 
7>/i, n, n-^w^;s, Ttf/H';;s, 

7;y|, y /$. 3-7 X 

(3— =fjr i }V'< KSs (4--fo7x-/V) i/T 

-g^A'Sk {[ 4 - (fc°yi7^-2 — f/v) 7/1^7 7 ^/^ 7 x.=-Jl'} '7 7 if= 

±|B^Z<E>^iSfc3o&t5 r^;— o — A (^ c f I > Ate-hfB^il £ l*HS"C£>5) 2&.T7 

S-CONH-E (5£>K Ete±f2;£il£l^il't i £>-5) 

r^-O-A (^K AttJi|B^#tl^ 

mx*fo%) R^-CONH-E (5£4>, Ete±f2/£8£P3ft7?£>5) 
y-yy v^-efc^o 

r^-o-A oct. A\-i±m^m tmm-ch?)) x.x?^- 

CONH-E (5$^ Efi_tf55eiii:M'e£>5) 

(O r^rc7 7“-7j bbXU, 

(#JE^) itt, 

§ti/fc^-r 1 ^V'L 3 l$: / >^< b b 1 

if^lfStli^bf b*K tfiRbf. 7 7 7^ ft7x7l, t^ci— /Vi, 3r*tV"S 
— 7 ^. -Y ^ry-vi^ -fyfz^is ^5^y-/7 

t°7/“- 7l4tx 1, 2, 3— J^^i^Ty— /HlL 1, 2, 3 - f7'77'7 

1 , 2 , 3 - h y 7 '/“/H, tr y yys> tr u ^ 9 - 

t 0 yi7^, 1, 2, 3-M)7i?7i, 1, 2, 4-MIT^yf, 1H 
— 7-g't‘yM^ 1, 4 —$-%-£ t?7M, 1, 4— ^7'/7 7 7i^ 

^fy^y'/7 7 7i, ^7^ Cb] ^yy' tc] ^y^y 



64 




WO 03/103654 



PCT/JP03/07119 



'i y K-A'S. 2H-^y-f lH-^y^'/“/^ 2H — 

y-zHt. i, 2-^y'Ayw/^i, 2, i 

— <yyy yy-^-y-y—zuM, l, 2-^y'/^yf7'/ 

—/Hit 2 , i — yj-T'/'- jvm., i, 2 , 3 
zv^, 2 , i, 3 — 1 , 2 , 3 -^'s'/^tvt'/ 
-zhi. 2 , 1 , 3 — iy'/f7y7/-/H, iH-^yyF!J7/“/yi, 
2H — h v T'/-jm, 5-sv^m, ^fy^yyyi, yyyyyf, ^ 
'tyyym, a rs$-'f-y ym, yyy'Jyn, tyfyyyi, ih-i, 5 - 
^yy^nf fc o >^ znw^y— a—^^yym, p-z^nym, 
y—x/i'tfyym, rtwym, y ^y ^'yym., y ^y^r^ym, y ^ 
'f'yy^., y^-f-ybV'yy^ 7xtyfoyyi, fry^yyl 4 y K 
V'yyU, 7xy w^yifo5*V'Li 

5^L10 

tmmmx-h'O' $ ^y^yu, \yy'yym, ^yv-^m, 

&xf*/ ^r-y-v ymvhz> 0 . 

±mmz<Dfcmiz&v5 r^-o-A 0£4x Akms^Sii^xfcs) rzf 

^-CONH-E (sS4\ Ete±fE5t^£|imT*&5) -eg$*lSS©{&£ $ b 

(-S^S^^ru-cv'T’b j;v^rn7y“yj © rg&^j itttt, ±ie rg 

«^^LTV'-rt) ©^n^t t-5 rg^*j £l^*i©X^i§tf £>tL6 0 

^gm*©^nri/-y'±T*©g^gtt#icg^§tL^v\ 
#2l@&±#£-r'5l§'8\ ^ftbtel^-X&oXt>MftoT©T&<fcV\ 

±l5;gZ ©£«{££; 5 r^-O-A (5£>K Ate_L!S£tt£|Wiex£>5) RX? 

^-CONH-E (5$;tfX E{i±K^*i:PlttT*^5) 
Kg^S£^LTV'Tk<£V^xnTl -- yj © Tg^j t ltd 
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ttx TI 5 rtfSHS-l ej 

[gmSl¥5-le] 2, 5 -*J* 2-^d- 5- ( h y 

y/i'xj-ny 5vv) 2, 5-fcf* ( h y yjvirn **f-)V) y^=./u^ 

2—y/l'^-n — 5— ( f y 7/^n y 7 i^/l^S N 2— — hn— 5— (h 

5 7/VtB^f/P) 2 — y ^■/V'— 5 — ( h y 7/^n^^) 37 ;x 

=A^S, 2-^ >^v--5- (HJ ^/l^tty yv>) 7x-/l/S, 2— y^vK*- 
^7 7-/^5- ( h y 7/^n^^-/V) 7x=/^ 2- (1 - tTn V 'J=-;V) 
-5- ( h y yjvirxi y?yw) 7^=-/um, 2-^*y ;-5- ('MJ7/vt 
B^f/l^) 7x- JUM, 2, 5-y7PD7x^ 2, 5 — If 7. [( 1 , 1- 
pcfviy] 7x-/>S, 5— [(1, 1 — a^=f)V\ — 2— y h 

#.J/7s^ix 4 -y I'^r-yify^xx/i— 3 2-3/n^e-5- (b 

y 7;Virn7^-jy) . 7xx/vS, 2- ( 2 -t7f/wt^rV) -5- (M)7/W 
y-nyfvt') 2- (2, 4-y^BD7xy ^riy) -5- (fy7 

/M-ny^/W) 7x.=./l'M, 2- [4- (HJ7/l/to7f/l/) t^y^y-i 
-J/l'3 - 5- (b!)7/^n^f/V) 7 1 =/!✓$, 2- (2, 2, 2-M)7 
—5— (hy 7^to7f>) 2- (2—^h^r 

'>7x7^'» -5- (HJ7/l/to7f/V) 7 xn;^ 2- (4 — ^un- 
3, 5 - Vt^ivyaLj^s) -5- ( h y 7 / 1^0 y^/P) 7 x=/I/S, 2 - 
fc'^yvV- 5- (M)7^B/f^) 7 xi-/w£ % 2- (4 -7Wx7 
=¥'» —5 — (MJ7/^a^f/l/) 7x-/V$, 2- (4-7 pp7x7^-i/) 
-5- (hy 7 /^n/f/l/) 7i=/l^ 5-J 7/P fcVU- 2— ^f^7x 
2, 5-yxf#'77x.=/H, 2, 5-'y^f/l/7xx;I/S, 5 
un-2-v'Ty^ 5 -'^xf ;VX/W7 7 /l'- 2 - ^ h '>7 

2 — 7 nn— 5 — — hP7x=/^ 2-^ F^'7-5- (7x= jV-ft jV/^J 
*") 7XP/1/1, 5 -T-fcTvWTS 7 — 2-y b*'y7^-/um. 5-n^7 
-2-/f/V7x-/US, 2, 5 -'Jzf Y*'77 *—;V^ 2, 5-^7^y 
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5 — #yP7^-f yP— 2 — 7 ^'>71-/1^$, 5— [(1, 1 — T 
7 57P) 7pBVP] — 2 -y^J T'>7 ^=- ypg, 2 — 'yjVjr^'S- 5 -7 
^P^yPT-yP^ 5- [(2, 2 -T7TyP) yat 0 t^] -2-^f^7x 
—/I'M, 5-7 h^r'>-2- ( 1 - fc° p y yP) 7x=^S, 5-7 pp- 2- (p 
— JvP^:/7.yPT:p yP) 7 xz:x/p3£ % 2 — 7 p p — 5— ( p — NyPxip'T./ptfs - 
yp) 7 ;c~/p£ x 2-7yP7-p- 5-7 7^77PT— yP$ N 2-^^'>-5- 
y^S^r'y^ 2—7 K^rv'— 5 — (1—7 TvP— 1 — 7 ;x x:/P^nTyP) 7ix 
yp|£ s 5 — = typ/fc y 7 — 2 — =. hP 7x:=yPS N 5-7yP7~P— 2- ( 1 —4 % 
TV'yyP) 7^-/p£ > 2 - 7'f /P- 5 - - h p 7x^/H, 5— [(1, \ — 'J 
7^yP) 7 ° p tfyp] -2-t Kn=5r77xx/i/l % 2 -7 h ^y— 5 -7 fvP7 
xx/V'S, 2, 5-'^7yP7-P7xix:/P^, 2 -'OTV yP- 5 - 7 9VP7 XX 
yp$, 2- (4-7777x/df7) - 5- ( h V 7yPTP 7 TyP) 7x.-yPS N 
2- (4-7 b^77x/^7) -5- ( h y 7yP7-p7^yP) 7xi=yP^ 
_fcJBE©£iSfc43fJ-5 I" 2 , 5-^a^7^-yP$j ittft, 

T2, 5-'^7xx/H ({B.U 1(®» hy 7yP7-P 

7TyP$7?fc5)j 75'foy, TIB rg^H5-2ej 

$l&tbZ>&X'h'9 , 2, 5 - fcf 7 ( h V 7yPTP 7 7yp) 7xx 

yp$T <fe> <5 0 

[S^sJlif 5 — 2 e ] 2 — 7 pp — 5 — (hy 7yPT p 7 TvP) 7 :x —yP®, 2 , 

5 — If 7 ( h y 7yPTP7 TyP) 7 :xxvp3£ n 2— 7yPTp — 5— ( h y 7yP 7~ 
p7TyP) 7xx ypjt, 2-xhn-5- ( h y 7yP7~P7TyP) 7xx/^I, 

2 -7 TyP-5 - (b y7yPTp7TyP) 7^~yp£. 2-7 h 3F-V- 5- O 
y7yPTp7^yP) 7xixiyP$ % 2 -7 5vP7yP7 7 =yp- 5 - ( h ]) 7yPT"P 
7^yp) 7 xixz/p^ n 2 — ( 1 — t°P y i/.=.yp) —5 — ( f y 7yP^P 7 ^yp) 
71x^2, 2 — ^E-yPT y 7 — 5 — ( h ]) 7yPTP 7 TyP) 7;x — ypj^ 2—7' 
p^e-— 5— ( h y 7yP7-p 7 Typ) 7 xlxlA' 2 £ n 2 — ( 2 — 77TyPTT'>) — 
5- ( N y 7yPT~P 7 7yP) 7xx;i/2, 2- (2, 4 - '77 p p 7x7 
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— 5 — (YyyjvJrum-jv) 2 - [4- 

tv<y 'J'S— 1 — 4 —5— ( hi) 7)V7rv 7 ’fjv) 7x-/l/g, 2— (2, 

2 , 2 — h V —5— ( h V 7 7/^ D ^ ^ 2 

— ( 2 - 7 ! b^'>7x;dr'7) - 5 - (H7;^D^f^) 7x^7l/S x 2 ~ 

( 4 -^na - 3, 5 — i?7 f;l- 7 xy ^7) —5— ( h y ;7yV^n 7 ^ /U) 7 
x.=.;v^ 2 — 'J 7 — 5 — yI/2£, 2— (4 

— 7* s J-;\'7^7 ^r'y) —5— (> y 7yV:3*t2 y* ^Vl") 7x-/W^ 2— (4—7 
Dn7x7^'7) —5— ( b V 7/l'7~& 7 f'/l') 7;x— yV|E, 2- (4-v'T/ 
y-c/df-e/) —5— (Y ') 7 }V7rv 7^^) 7x^;^ 2— (4-^ ^^'>7 
xi /3rv0 —5 — (fy7;l'tn^f;' / ) 7xixxyl/2£ 

r 3, 5 -'Z/g^xi—yl'Sj 75 TS^SJ t LTfi. ±IB rg 
^3=&r ;: fi'UTV , ‘'C , b «tV'j rg^j i: 

±fBE7>^:tt(^*3tt ; 5 r 3 , 5 — i/g^T 7 x: —yl'JEj t Ut 

TIB rg^Sl¥ 5 - 3 e j 

[®^Si¥5 — 3e] 3, 5-fc"* (MJ7;^n^f^) 7xx;l/I, 3, 5 
~'J7 P P77xi=;wS, 3, 5-E'^.[(l, 1 — :^/K] 7xi=yw£, 

3 — y/i^n — 5 — 7x^1, 3— T^n^E-— 5— (h 

y7yKfo7^) :7*~yu£, 3-^b^r'>-5- ( h y 7;^tn 7 fvlO 7 
;n^.yv3g N 3, 5 — i?7/l'7~& 7x.=^J^^ 3, 5 > — h & 7 x.~ yv£ % 3, 

5 — 'J7 ^^7 x:— yV|£, 3, 5 — '77 h ^'>7x^1, 3, 5 — ¥7 (7 h 
Sri/JjjV#-; v) 7x^;^ 3-7 Y5-'yU 5 - ( h y 7)V7ru7 

yvv) 7 ^=-/i'&, Z-^uv^-y- 5 - (h y 7/utn^fyv) : 7 xL~yi^$, 

3, 5 -i777y^= 3 ev'57x.=-yV'S 

±fBE03£»&33tt5 r3, 5— ?g&:7:*=/i'£j tlttt, HlcjKfifctt* 

r 3 , 5 -'« 7 x^S (mu, K«fe£0>^*< % lfitt b y 7 yu^-n 

yf^yvs-efe5)j -Cfoy, 4$lc3Efc$H8fcWu TIB r f^^5-4ej 
W$tb5S-efc9, 3, 5 -tf* (fyyyv^-n^^yu) 7x^ 



68 




WO 03/103654 



PCT/JP03/07119 



A'S-efcs. 

[S^r$l¥ 6— 4e] 3, 5 — tf.X (Ky 7/^n^f/lz) 7x-/l/i,' 3—7 
y^n-5- ( Ml 3-7'n^-5- ( h y 7 /P 

7xi-/PS n 3-7h3r'>-5- ( M) 7/^D^f/l/) 

Ik 3-7 /U- 5 - (by 7/V^-n 7 fvP) 3 -# 

5 — ( h y 7ykT-n 7 ^yv) 7xn /Vg: 

r®&£&^rLTV'Tt> £V'¥3Ras&L< 
r y (fc/c l n i^rD7y^i^\ d) ^©-coNH-it 

7 ST*fe5i^i^7 0 7 y — /ws % ©^«^:(O^T' 7 ' 
—)v- 2 — f ^ak Rx$®teM$&<D'<y'73 L T'y'- /v- 2 — f/7itfe5i^^ 
$K)j CD r®^^j ttttt, JbfB 

5 rg^xj ifii$©.^7 n 7 y -/I'litott 

-TfcoT^l^otV'TfeiV'o ' 

±fEE<£>^{c3ott5 rg^^bTV'Tlj f*tg£-#B 5 £^ 
T^nry— 7P^J (D rff^ 7 n 7 !J ^ /umj t ITtt, ±|B r/srnlSj 
-5 l’fi^7P7 y i bti/S 0 

±IEE<D^ttK::J3tt5 rg^^bTV'Tt) 

7P7y-^ij (D ri^^ n7 y^ v$J ^ L - c ,^ ±ia . r^nat 
&} (Dfemz&ifz riA^^ n7 y^ S j £H«©£#3stfe>;h/3. 
±faE<D£tt(e::fetf 5 rg^^EXV'T^iv^^^ix 
7P7y‘-/Pij ®— jrs: (i) t©-coNH-itsist5i^ 

^<7f a 7 y — 7l'2£ N ©^IS^:CD^T7'^-/^— 2 — A 

X.Tf®MW:&:<7)'<y'/?-T'/—si'-2-'{;i'mni&<o 
JtfEEO^B £1*31*5 rg^^bTV'Tt> «tv^SR5*^U< taRt^at^ 
:7 n T y co b< o T y — t L-Tli^ 

ffi&fcirac, 5*V'L1 Ol©¥t^f L< iil^i^7P7y-/Ht^!) % 
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^ y y 71 - 

s, ^yy y 1 , 3,4 -fr^ry y tr y y/v* N t° y ^ y- 
/^s N t°yy-/v^ y^$-efe6o 

±|aE<D^^{d*5{t ; 5 rg^^^r^'LTV'T’li £ L < 

TP7!J“/HJ © r«^U< M'B'#il^ynTy-^Sj <h LTte. 

3Efc£KSt£ra\ 5 pt y — y , #(c5e^#bi fcti -> yy 

yi)/^ ^az.=.;V^ s \fy'/ ]) Jl'^s t^ty y ^S N 2£.t7l, 3, 4-f7 
^yy^stfey, f7yy/isr^5« 

±.mE < d % rg^^L-tv^-tk r±m^ 
M^fn7y-/Hj r|ftOf7y“/V-2-^^Stti<J 

<DT% ^ {^'^•^^yc'Ty 

$j iittt, itf7yy/Ht^5o 

±l2E©^tt5vii3tt5 rg^X^r^E-CV^Ttj 

tp7!)-/v$j rg^^ryy/^j 7?£>5it'8\ ^yflfx 

y— zu- 2 -w/wSj. &t7 r^f7'/-^- 2-y/vSj ti>9, 3Efc$KS 
Kite. re;ftf7'/“/i-2-'f/Hj -cfcs. 

±|SEcD^»{Clfelt'5 UTl^T t> <fc L < 

7P7y-^ij 2* r^t^f7/-^-2-^/Hj 'TfifcSSHh WKiJEfc# 
igfcfik Tta rg#|Si¥5-5eJ Sfc&StfclttU 4 

- Ed, l—y^y/W ^y/E] - 5 - [( 2 , 2 -y^y^) 7 pw-^] 

f7/“-/^-2— f/Htfc5o 

[ei^SP5-5e] 5-yP^E— 4- [(1, 1 -'J/^/l') ^)V\ yT'/“ 
/l^— 2— y/V'JE. 5— yp-=t— 4— (M)7/Vtn^f/V') ^T'J— i\s— 2— y 
/Vg. 5 — y 7 / — 4 — [ ( 1 , 1 - '7^ f ^) P^f /V] f 7'/“^- 2 - ^f 
5 — t f-/Vf7y- /W— 2 — y yUjI. 4, 5 — f-/Uf7'/-^- 2 — 4' A-li. 

5-^f/t'-4-7x-/lf-7y“/V'-2— f 5— ( 4 — !7 P 17 :n ^ 

/i^) — 4 — ^ f-/vf-7 /'-/i '- 2 — y /i^Sv 4— ^y/^— 5— [3— ( h y tvv 
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it y = =-jv\ f7'/“/ u-2 — T/i'Xs 4- C(l, m 

TvU] - 5 2 4-xf/l/-5-7x=;W'/ 

— /V- 2 4--r y/p tvw- 5-7x=;l/f7)/-^- 2 -'t'/Vg,- 

4-7 f ^/W- 5 -7x= 2 — T/VS, 4- [(1, l-'S^fvl') 

rc^/i/] -5 - [(2, 2-^fvV) ;/n /V- 2 ~^7l^S N 

4- [(1, m^vk] - 5- 

2-^r^M, 4- [(1, l-v ? 7 f ^) -5-fc’^y 'J/^T'7— As- 

2 4- [(1, l-S^^/l') 3=5vU] -5-^*!)/f7'/“/l'- 

2 — f/H£> 4- [(1, =c.=f-jv1 - 5- (4-^^t°^v?V 

-1 — i ;V) J-T'/'-t V-2— -</WSv 4- [(1, l-v^fvi') - 5 

- (4-7x^tV7v?y-l-^;V) fT/^-2 — 5— ^7/P/J? 

^rv'^^/V-4— 7xr/l.fT'/“ /V- 2— 'Ol'S, 4, 5-v ? 7x-;V'f7/ 
— ;V- 2— 4-^^^yV- 5 -77rc ^y^T '/— /V- -2-4 5- 

4- (HJ7/^o^f/7) fT^-zV- 2 — 4' 5-T±^/^ 

-4-7x= jV^T'f—jV- 2 --T/WS. 5 — )V— 4 — 7x- )V=1-T'J 
~-/U- 2 — 5—3=. h - 4 - 7x=^f7/‘-A'- 2 — < 

5-31 (^^^7^0 7x3^) t J-T'f'-t V— 

2-^/WS, 5-^fvU;*7/W^4'A'-4-:7xiix/i^Ty , “-/l'- 2-'f/l'$ > 

5 4-7xx;l/f7'/“^- 2 5 ~4 'J-?v 

hr7U*/W^^/l/-4-7a=^T^“ A'- 2— ovm, 5- (2-y^=- /V 
1 C^/V) 4 -y ol=-}V=3-T'/— j\s— 2 — 4'A'l^ 5— 

4 — ( h y 7 /M* a ^ 5=-7V) =f-T"/—)^- 2 5 — 

'>-4- [(1, 1— S^^VlO 3i^/V] 2-^f A'S, 5- (3ch^r 

So&A'tf^A') 4 -y A'— 2 — T/V$ n 5 — 

- 4 -7 xx;Vf7/- A'- 2 5 — 'fxx fc>7//W^^ /U— 4 — !7xc 

— ;l^f7/“ 7W- 2 -^/V$ 

±IBE ©£*& I;:# ft 5 ltv'-c b u < 
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7a7!)-/l/I J ft ^/W^r77/— )V-2 — 

btfi. TSB rg^*H5-6ej ?)tl5o 

CB^El¥5-6 e] 4- [(1, 1 — ^fvKI f7'/“/l'-2-^/V 

4-7x^yV^T'/-yl"- 2— fyW®, 4- [3, 5 -If* (HJ7/^n 
pi^VO 7x=/H 3-7 '/'-A' -2 — 4- (2, 4-^^o7,xx/k) 
37/— )V— 2 — -f 77$. 4— (3, 4— it/vu/zr.— y7) 37/—) 7—2 — 
/ 4 - [4 - ( h y 7y7Tu ^ ^ 77 ) 7x:~y7] 37/—) 7 - 2 — f 
4- (2, 5-':?777pl-P7rc~77) Z-)V— 2—3 77$. 4~ (4~/h 

i?'y7 *.—)/) 37/— 3~ 2-3 4- [3- O' y 7 77;*- P pi f=v7) 7 

X-/1,] 37/—)^- 2-3)^£, 4- O'y^7/Vto7x= 77) 37/— )V 
-2-3 77$ 

±|B— j&5£ (I) Itli, fTia— ^ (X-l) 



£J^©'(b^*efo5c 



jlOOl 



ri^V "R 



1002 



(X-l) 



rlOOl 



R 100 Hi. TfB<£>-il£5S (X-2) : 



o 




Sfctt. TW©— iRS; (X-3) : 
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OR 1009 

pi 003 

R 1004 

r 100 \ R 1 004 &£VR i ' >o5 te&*®3L\c*miw^ mmi~6<D 

T 1 ~ 6 N R 1009 ^5j;'0 ? R 1010 f^; 

M^icr~6(OT/^/wS^fc{i^^2~i kdt^/v 

xr&y ; 

R 1 0 0 2 {i N S^^tbTrV'Tt) <£V\^^iScl ~6 (D^&fRTA'^r/U^ -g 

ft$tLTV'Tt>iV^*jg6'-l 2®7!)-/H, g&$*XTV'T 
4~1 10^7 0 7!)-/^ 'aifeS-tl/TV'-Cfc J;V'^#Sc7~l 4 07?^ 
tl/TV'”Ct) <£V\§Sc^ifijC 5 ~ 1 3 n 7 !) ’ — 

>6\ &5V'f3j^ffc2~l lOTv'^Sffe?) ; 

X 1 0 0 1 ;* fvWb * fc HtT S Kft £ tlXV 'T fc £ V ) 

±IB— $£5£ (I) 

Lttt, ifcf£$asaqfc-f5#£fctt % !/^*.£4tL -y-hy 

* £ Atfojy^^ £ -5 £ £ tf*T* 

t> *S6i£ % fggfig, 

^ ftifeig, 7 “n Jg;ffSfe£ % 7-7-/^^. 

y^= r Bfeifex '>3.l>Sfe^ ^l.f 

SiSfeife«o^raiife!£«rfcrf5r iiis-ef 5 0 xy'> 
'yt£E(D7 ^ / ^tm.%m&1rZiM'&b& ; 5o^W<DmM<Dli$J)f$ l ft t tttt, 

±!5-j!25£ (I) Lt^ 




(X — 3 ) 
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V'TiiV', SfeKl-jKSS; (I) ^$tL5-fb^«Jf41£Jl±0^^3(ISr^r« 
9, LT#£-f5i§ 

^S©gl©W^i:l- CJ±. 3fe^ 

£fc, -JKS (I) T?«&*L5fc^J&S0!|jUi2-fc Kn^vtry^flBtSr^r 
*<Z>E3E#M4# (tautomer) -tffcS 2 - fc° D KV*3fe£ IT 

#:Xtt^tt6>©a^SrffiV'rt>J;V' 0 £fc, -JKS: (I) 

*©»««: ZE«XttEE#©Vvf 

ti/Cfc J: < , ^P^©gI©tM^i 

-ttl £> ©ffiiMfe V'T % <fc V \ 

*&m<Dmm<z>ti$b&frb tt-^ c i ) 

&jb\ TE*fcfeV'T^V'6»ii/SI&l&o®!*ttTW«>®?)*e*>5o 

Me : E t : 
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(5£>K A> MZRXfEi*' — (I) A 101 

Ko^'^S©^!! (£?£L<fcX ^^jv^^(D7jv^-jv^\ 

^yi?/vi^©7 7Wl ; 

; h y ^ ^/V'> y y /V*) U RMR 1 0 1 fiTk^t 

C^CeOT/^If^U E 1 0 1 fX — $£5£ ( I ) 5 

EXteE0i!ufg$:£r^U Gfit K Di E"^ (£f£L<fcX 

I^-Xk ($f£L<fX ^n^VigC^^g&SttTV'-Cfc £V' 

ry-zv-t^yDs 7'y/y-t d r'>l> X5 k— 

(® i xm) 

(l) bT%'s (2) fcS:Jtt7kJi‘g-$*5^fcK:J;l3, 75 K 
(3) l£iti"3x t&v£Zo zoRJ&iz. 
ftT, MiSiSEXW:^* 3 h'/fetl'f'O^l 8 0°C 

<d g/s a&* T?ff t> ti % o 

iOg J£ te. ift^ n y * 

h y&mMtp o°c~ l 8 oXcoSiSS-ET^^ti/So 

£!*.»** y 

/K HSfrffcy^ 3E£{fcy A 101 

^Tk^iSC^^^KiriHififlsy a 1 0 1 ^7t ^'7)1 

{by^dWSuv\ Mfcm'&nt vxn, n, n’ 
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% b\ 1 -^/U- 3 - ( 3 - 9 J* ^JVT %. / ~f ci tVV) 

% K&ifcik i^7 y /V7^ K* 5 i i; Mil 

xfi, mttx h v mm* v ? a, h y h% 

IfhtiZo Ik'fn h 'y&fei&b VXlti?? n u? n >\ ^nn 

;fc/PA, t - h 37 fc Kc* 17 y >\ 1 , 4 — h — /Prr>\ ^e- / 

^ DD^yfy, o-i/^nn^yfV, N, K, N — 

y tdS-et, 

#{£, h— ^y^nti^yfy, o-^nn^yfy^ 

£T£bv\> 

$|£.fc£, r-^-y-— ■ yr)V • 4 t'-f-Jl'tr K ^ b V *— (Journal of 

Medicinal Chemistry) J, (tI^B), 1 9 9 8^, ^4 1§, $16#, p. 293 
9-2 9 4 5 J: *9 , 

MU V 

@ & t -r z > t =• KSrSBt-rs ^ t $> x 1 u 

G^fc b*n*'>mX«fo%m'fr<D&m teBi]&2kflrb bT,#l;U:£, r T-^f7 , '-xr* 

77 /Wy^- (Archiv der Pharmazie) J, (K-#'.7), 1 9 9 8#, $3 3lt, 
p. 3 -6. 

( 1 ) RTfT^'y ( 2 ) (DUm^mm^tlTs 

booff fe5V'firfT|S7)^^A¥bT± 

®2II) 

k (3) m x. 

f£, T ^ ftfulgft: ; 

< teTtuigft ; t 

i b: J; y SH-S iftfeT 
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^y— > (Theodora ff. Green), • G. • M. * Zf'y'7 (Peter G. M. Wuts) 

n r 7’pr^f^^ - ^Vv— 77 '4'S'h — -tf—'y? -'y'y7.'y7 (Protective 
Groups in Organic Syntheses) J, (^H), v^3 y ‘ -4 V ’ 7yY 

fyX-^y^ (John Wiley & Sons, Inc.), 1 9 9 9^4^ ; fs^y Y~? y 9 * 

•v'^-fev'^ (Handbook of Reagents 

for Organic Synthesis) J , (^RH) » 3=F, '^3 ^ • 7 y Y 4 7 y 7 

jy? (John Wiley & Sons, Inc.), 1 9 9 9^6^, » 'tlS 

SWSjStbTfi, ^JXL^ y^-K-F,-^y^ (Richard F. Heck) 3? 

r/^7i/|)A • VJ • -f ^ (Palladium 

Reagents in Organic Syntheses) J , (3fcl5) ,7$>~rY. y P • 7 ^7 (Academic Press) , 
1 9 8 5^;i±3 (J.Tsuji) m • yx-i?xyy * 7'y Y • 

y^y:xf y^<w-^/ 3 y X • 4 y • tiT'- JJ =■ V# -yy±y7 (Palladium Reagents 

and Catalysts: Innovations in Organic Synthesis)], (t^IH), 'Js'y ’ $ 4 V 
-.jyjf .f yX 1 (John Wiley & Sons, Inc.), 1 9 9 9^, ^(Cf5 

*M)#8s«:EV'5 5. 

£(_fc:CD <£ 5 (I) T?^£tb<5{b'ra^)f£N 

(Djffe. Mill, ttttk tfc®x Y7J7 J'-s Wlffimik. 

mm. am-rs *tc. 

vmti-z - £ «o 

— Jt£5£ (I) 

frfttKWSJi/trv'So lot, _hlH©— 

3S:i:©KJ&IIK$K 

iaot, — i&jS: (i) 
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_fcflB®E3&tt. NF- K B©J£tt-fblWK:£-3V'T % fi 
rnm^m* (TNF), -fy^'-u^^.y-l, jy?-uj*y-2. <{y* — 
n^df-^-6, 4 y ^r'y — 8 ^ — 37* 

Wf S^T’fc5 I CAM- 1 ^VC AM- 1 ME LAM- 1 , - 
YV y 9 ***y K£yfcg*. I , 

^7^11, j3 2— ^-f^n^n^y :/ N M^'n/yygi, jk?#T^n-f K 
A. *®#B. i#:C4, c-myc, HlVOifi^ 

HT L V- 1 '7';77^/W 4 0 

f->T -rt/ 

7f / DStftbS 1XW:2£1±0 

tlf ©»0M?:|ii||t5 i 5„ ££oT. ±|B©g^«, N F — k 

B«aHtft:R:3BH-t-S^J62fct^Stt'9-'f ym&jQfflKL&m-1‘Zm&<D^& 

LT^rJB't?&5 0 

«ej£>ggltt, 5 4 NF- k B©gitW/X 

fii&SEttf-'f >'^§§ J ?-L'CV , ‘5 fcti/53^1^ Mxiff'fi'liMSp V tr^ 

^ 977 ^ 7 ^, ^ 

jfi &v >&?£&&&&&. xTjji'ffi, 

ML # 

3St£®5fb^ IlSft, jfiLtfrtKEff. Ifm, fttfttBBttlfex T 

MfHt&Jtlfc. S3¥s W§©7 "wS, MW3z£, IBffffiS 
^ 

-r v*y news, (M* sis^ 

*>r v* y ttuRBift:. iUiuBE, sfeflijMfw**?) \ issues mm&m 

<Dmi?;ifn. f gmm*ft'otcmB, m&, mhk^ ta^a,. 

SM, r^=-/H4Jlf^x 

jtHu %?mm, »ti, 
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P&&. *:©*&© W> * 

^li N ix -fSttlMSs 

miBnmmt. ?'r/i'xmf{&*3J:TfiSf temmv&Mn&fc. 

©ift, Jfijin& #1*1, xyKl'm^a y? y fejfiL 

1M f-'f M#n«M/V*ttlBI®£x 7f7 W 

Tff/ 7fy $r>f/wM4iis&* ^ 

X N ^©ffi/^f!) 7- iM A'* * 

m, mm. 

E^Se^ £$fc?FjBx f§#lL i ]^feM%M&&tj:¥(DMi&(D : ¥'p5RT$/Xfela'%£fc 
#J8T?fc5. £fc % MW y^bm-NF-K 
?2H&'ffc£H#L'CV , ‘5i bfr*b. ’W'&Mfe. 

StfffilflfcJii* b<D^$RX$/X&feW\^'b : fc!B'ZhZ>o 

<Dgfc*p5<*R&fc-bmm-%m-?hz>o 

&$£VR<Dfc'&yo^-%r 4 (Dfc-a-yvi'Z. 7 7 h Thy— 1 Wffe^x/WJlJ8VvT\ 1 5 mg 

^/WCfcV'Tx 1 0 mg/kg OJKjertS-^'TfJliL^©^^ K 
TNFafl>*&&®T£it:5fc ^ 

j§, j£jfettllflliKli:J;o-CEg!WRtf/XttlB^KJl^C5)l#*IRE^Fx K h 

^-yyRZfi/Xlt TNFa tc J; 

fc 5 r, t am&MmK x. <9 && $ tvc v' 5 . 

ttc. JR&J**3fe©5;*-^» k"^^(C(CJ;5 7'y>'L'«^x/k^^V'-C%, 
^^^co-fk-a^J ({b'a 4 ) j&* % 1 0 mg/kg ©MB£ft&^7?4>ffi2&<£>3§3£ 

sr^rstmaisd e> *© jbh m £ $ 
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£tl/TV'<5 0 

^fc'fb'o'#i#-^4 ©-fb-cH^#, 1 Omg/kg 

»jLfc:r o v ptca^^t^ h^gmw^coESifc, mmmto^pj 
Rxf/xtef&m^mx*hz>c btf7F%££ti% 0 
£fc, y 

^^r^-6 (I L-6), -T — n-fdr^-8 (IL-8), PGE 2m±1frM 
^W-^-8 3. 8 8, 9 ORXfl 3 5©ft^Sl, ^(3/bl^# 
f8 3©ft» TNFafJiiT^©IL-6, I L - 8 &0P G E 2 <DW± 

*^<£>{bim #{-, (I) {cfeV'T, 

E75S2, 5— 2^*ife7*=i/ua6T?fc6^«J, Mf^MfUft, 2, 5-^7 
i=/p$ (i!tS© / >^< i I) liSft F y 7/^n7x^/Hffe5) -C&5 
{&&«&, *t>0S6K:B\ -2, 5 -If* (h y 7x=/HT*fe5 

'{b^#. , t t)fc»t. I L- 6&tF/Xft I L-8&1/ 

/XU P G E 2 WXt;/Xr3:?&«fc«FfcM-efc--5 - i && 

iifc, v'd^*«#^oaiincftjiE*f«t>rt7?r4*v'ds^ a j .-^£*1,5 

ib^^t*®^ {3i fF^ $ tu ^ ^ <d^, ti b ofcmQBRxfizt i b <om 

g£?P I KK- j3 £fcftME KK- 1 
^LT*5 9, I KK— £ tfcliMEKK- 1 

»J*#*LTt>^7B-C*>*. £fc, ±fg©^RitI KK-0^fcftMEKK-l 
{-®©7)dr/— ^{C^J-f-SPlWf^ffl^^-LTV^Sr I KK-0 

e kk— i {c#it«t©^/-- v\mir%m^fcm*^-tz>m.m(D^%}]&ftt l 

Tt>^-C*>5. I KK- j3£fcftMEKK-l fc.V'5$&£“K: 

ft, I KK- ^fcftME KK- 1 ©6)!)\ if 
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I KK— 0 f fcttME 

K- 0 ffcfiMEKK - 1 &h fix fflZ-lf I KK- 0 

ME KK— l©i)^y y 

tot, *3&9!©B3l&WU IKK-jJM/XttMEKK-K 

y - msmkjeh-? (tnf), 

1n — 2. -f — n-r^r^-6. 4V9'- 

y- 8. M:0i\ -.uyp s £llj&&4t 

CAM- 1 ^V C AM- 1 ME L-AM- K - ^ 

5aa»a*&^ulJS*^ v* I > 7^1 K P2-'?J?V?' 

n-fv>s jtmr^x *4 ka, ry^7^;-yy, 

Mft-B „. 4 N c —my c > HIV ©3SfclS^li3l5®i2^§H£k HT L V 1 

AO* 4 IM 

h t< iJv . WTt7 

5 31^5 1 Xft 2 £i±®til0l^©BifiilJSrti 
-f5o lot, .*38^©BISttu KK-j3W/XiiMEKK-l, ifcSV'B:*: 

u-c* nf- k Bjgttflsfcfi 

its, —jrss; (i) 

\z.f?& h ©&* £> (Dzkfo^&tRrft £ 

g$&>g>ji tfti/SWSt© 1 2Si^±«r^v , ‘S :ii 5 t! 5 0 

LX-tt±ia©4fe®efrS:ffiV'Tt>J:v'is, #*£»* *»9i©E3&i#ajfc#*e 
&$-hl2©$i® £ 1 Xft 2 Sr£tfE£^ 
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n&#k nmM. 

•>oym %m, mn, x&mMt£i?<D'mni8L*R<Dmmfc&tobisX&i§- 
LT t> £V'U ^L< j&ifciSk 

mk m&mum. mmmtm, &9m. turn. mmu m.xm 

p &-$%<Dmmm%)t t 

nMmm&mnm&tcti, t &-<*% s 0 

3S«rt!BS1“<5»3*W\ £|gm^r!k JftttftU TitR 

au *sf ng>j %mc£' omn. mtmk mn#k 

ttsa, t'vBMvmm&mmi-zz ttfx'% z> 0 m'tbtizmjtm 

tUtt, iifi SL*£, 

Z/V?' y/l'tfy K g B B a t/l/n“^, 

A N ng£fb^ rn ft t* &mf z z. t &■ v 1 5 o *££** itTtt, f'jx. tf ; *° y tf 

— /l-'TVl'^'— /K tK y tf— rvK ■ 3i < ?vl'-fe/l'n'— jx % ^vl'-fc/l'U'— .x % 
77 fc'Td'A, h K 'yx.JyV, t KD^fv'7'n t>t/H3 

— ;*. N t: Kn drv'T'o fcVl'p* ^vP-fe/l'P — h y 

>\ ^f^fc^Sr^tfS^fcaS’CtS. tt^JirUT^, ^Ji(l ^77yy 

^ 7}f y v^^'y =i— /v % v , y^/ N 
M&Mt LXti. ®^g^ n B n{iittt-5^<b^fpRr$tbT 
V'5t>©-CfctL«!V'-fHt>ftffii-SiLidS^t5o *8Bfc*g^Jfc bT}i. 337 
5fc, ^*18. 

£*b &©<£&!> SBK^Kyi. HF#, -fcOlfc&Sfc: £ 9 

^fc, ibukuscc, 8Si^, 

•SPft^fcfeoarftjaSIx fllfcfi, fL#k i/ny-TM, Mtiffl. «J<7)Mitlc 

tt. «^ff7KXH:«©»Sr^V'5r. kfrX* 
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ffil&SI, 0S;t»ifi}HSU &®4£3b 
m, imsu srtms.. 

HyJ-i/fDk 5*Kte&ft5 5fefC©#:^vt^K:jte£LTt> iv'. 
^ P £-$■ -/B x 0»J x. ff SElt^JX tt^si«t©»3£ fc JB v > £> *i 6 *SIXf4S$B 

SJtLTte, itfl 7k N 7” ci 3—/K il!)xfi/>/!) 3k -^ ^ 

yv 5 ;i / T/i /::i '-/^N vg&^c^yvK S £ ^ 5_ C# S, &Mv> 

u-m, 0iix.^ 7^y vii. 

^Ty7V-/i'£WS-<b^T*tS 0 S 

^DJ- /K yn t°i/^^y 3—/K ft8£, V fL^IL^b 

y ^t^u^TK^by- h y ? Afotui ; b.y g^-?- b 

y^Ajttfy h y i^iopH p g$J.&OTW#J ; t 0 * b y ?a n 

5: T'ESgftf^ f-^P'V /u|^&l£y^fLg^<755£^{bSJ^# s '(£.ffl 
■Ct-s. *33, :®s^ ^3SttolS»tSrW«i-Sfc«>K:+^**:O^S, ^ K 
^hf, b— /wx«^y-fey ^sr»J c f , {-@a'g'Ltt>i< , 

SI, - tbx% s Q 

ft^SI, flifcrf, * b, ? y— 

*LS»k 3fc£SU f 

fete* 9 ureters- £#•<?# 5„ »lt l/tli, #!xJ2\6&I7 
±v>, ^uxf wy, ^7rA^yt!)^ Tjf y^f-i/ 

y^i)3-;p, 'Vy b^-Y b&X% S 0 

UTft, 

If i/n l^/^lrftlt 5 C i: ^-cf IfittSJ OiIl:t5f^lPi> ifi^ 

<D^#fttcJtlEi|fcW, ^y~A, * b^£S$fe^J: yMtSii 

^T'#S 0 3fcJW£L-CJi, X7RZ$4k¥WMfrht£%1^Xte :: Fl& : fc • 4fc 
g^-fbtf — /k y ^u^XWy' £ \s9 's^<r>7 j b £ 
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g p ffc A~ 0 fo 

tc'9%®J&ftX*hZ>±B®>n<Dmtb UTol^O. 0 1~5, 0 0 OmgtfcS, 

JpftS. ^tcjfi:C.Taai:Ji«i-5r.i:^»^LV' 0 to 
IB- 0 Jltt— 0 (d— HI, XttiSS*iail!iSr33V'T— 0 (- 2 ~ 3 T&^D 

Tfe ic043#K:|Sia:S^UTt>J:V' o 

A- 0 fcfc !) t»T*fc5±!3ilOift i ITO. 0 0 1~1 0 Omggg 

mmm 

*#§8©«&lfflttTSE© 

0dfi^fcR££ft5£*ri*v\ hmj 4\ <b^##r±±sa©*K:dsv'*c^u 

tfc> Aiiwsmai; mjE-of^nsriiAu 

IR^StcXT/^ *o ^K:flB«$tLTV'5 a - K##Sr^i", 

#1 1 : ffr&fc## 1 

O— 7tf/Vf Dfn^/^ny K (345mg, 1. 7mmo 1) O^f'/ 
(1 OmL) 7k^ 3, 5-\fX(\'V7/l'*Vst^ 

/U)T~V> ( 5 0 0mg, 2. 2mmo 1 h t’V i?'S (0. 5mL) 
mux i vtc 0 

ffist^A'fg&ji k i^D^S7k-ejii»^ h y mm 

&M]±1g£l'X&btitc:B& : £'>'J iJtfflslj yJ*V n-v h/77-f- (n— -"-^r 
-9-^ : ftgfezc^-7W= 3:1) reflWRLT. (5 7 Omg, 

8 4. 2 %) £#fc 0 
rap 1 2 4- 1 2 5°C. 

1 H — NMR (DM S O — d 6 ) : 5 2. 36 (3H, s), 7. 19(1 H, d 

d, J = 8. 0, 1. 2 Hz), 7. 39 Cl H, td, J = 7. 6, 1. 2Hz), 
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7. 57 (1H, ddd, J = 8. 0, 7. 6, 1. 6Hz), 7. 65 ( 1 H, 
s), 7. 83 (1H, dd, J = 8 . 0, 1. 6 Hz), 8. 11 ( 2 H, s), 

8. 3 1 (1 H, s). 

#1 2 : 2 

2-Tir h^rv'— N— [3, 5 — fcfx ^'/X 

75 K 1 I lOOmg, 0. 25 mm o 1 ) / — /V ( 5 mL) 

(0. 5 mL, lmmo 1) £ 

UX 1 b#| 8H*# LXc „ 2 &j£J£SfcK:fctj\ Lfc 0 

H-gfejcfvVji&zk. i§fP^7k7?Jii«7fk ^ 

Lt# n bW^ie IT, 

(4 Omg, 45. 1%) Sr#fc. 
mp 179 — 180 °C. 

1 H — NMR (DMS O— d 6 ) : 5 6. 96 — 7. 02 (2H, m), 7. 45 

(1H, ddd, J = 8. 0, 7. 2, 1. 6Hz), 7. 81 (1H, s), 7. 
87 (1H, dd, J = 8. 0, 1. 6Hz), 8. 46 (2H, s), 10. 8 
0 (1H, s), 11. 2 6 (1H, s). 
m 3 : 3 <DK&m ©Mat 

5 — 7/p^-czi)- y yvMI& ( 1 5 6 m g , 1 mm o 1), 3, 5 — ( h V 7 

( 2 2 9 m g , lmmo 1), ') 7 (4 4/zL, 0. 5 
mmo 1), •=&/ ;$M3 (5mL) T/l^ 3 i£p 

IRMnffeXftE U7c o ( 5 0 m L ) 

7k, IS^p^^Tk'CJii^:^^, ^7k^St®cd~ H y 
LX^btlfcB&^'^V 1*7 n-^r h^7 7^- (n— : S£S£ 

6 : 1) tffSLT, (2 15 mg, 5 8. 7%) 

1 H — NMR (DMS O— d 6 ) : § 7. 04 (1H, ddd, J = 9. 0, 4. 

5, 1. 2 H z ), 7. 3 0-7/ 3 7 (1H, m), 7. 66 ( 1 H, ddd, 
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J = 9. 0, 3. 3, 1. 2Hz), 7. 84 ( 1 H, s), 8. 46 ( 2 H, s), 

10. 85 (1H, s), 11. 21 (1H, brs). 

fit* bTte:. h/v 

M4 Mb^#^4 ©fb£^0*j& 

JBK^bT, 5-^nBf!)fA«, &t*3, 5 -If* (MJ 7/t/tc^f^) 
T-y ^Srffiv>TM3 iPJ«Oftf^SrffV\ 

: 8 5. 5% 

1 H — NMR (DMSO — d 6 ) : 8 7. 0 5 ( 1 H, d, J = 8. 7Hz), 7. 
49 (1H, dd, J = 8 . 7, 2. 7Hz), 7. 85 ( 1 H, s), 7. 87 
(1H, d, J = 2 . 7Hz), 8. 45 (2H, s), 10. 85 ( 1 H, s), 

11. 3 9 (1 H, s). 

M 5 : fb#M-5§- 5 

N- [3, 5 — tf.x ( N !) 7/Vt p / f ;V) 7 x=/V] - 5 - 7 n n - 2 - 1 K 
n^7X7 5 K ({b^#^-4 ; 1. 5 1 g, 3mmo'l), fc° y (2 8 
5 m g , 3. 6 mm o 1 ) Off7tKn777 (6mL) T 

P!)F(2 3 4mg, 3. 3mm o 1 ) ZM xi x 1 IM« Lfc 0 

»JSESr»£ES*T#fetL*:gliiER:2^ISifeSrlD^ % Lfc 0 

tSTk^gfe v 

{k&to<D&&W# (1. 0 6 g , 8 3. 0%) £#fc. 

1 H — NMR (DMSO-dj): 6 2. 2 2 (3H, s), 7. 35 (1H, d, 

J = 9. 0Hz), 7. 71 (1H, dd, J = 8. 7, 2.' 7Hz), 7. 85 
(1H, s), 7. 88 (1H, d, J = 2 . 7Hz), 8. 37 ( 2 H, s), 1 
1. 0 5 (1H, b r s). 
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y y 1k/S££ 4K£: bTfd\ 'J^n 

u*?y s f h7t Kd77^ sOH 
m 6 •• 6 ©ft;£*8NDfilit 

5-^0^!) fA'S^ 3fctf3, 5 — tf^ (b!J7/^n^f^) 
T~y 3 i: fsIfilco^f^^tTV', WMikia ^£r#7co 

I&Sp : 8 8. 5% 

1 H — NMR (DMSO-d „) : 5 6 . 9 8 ( 1 H, d, J = 8. 8 H z ), 7. 

59 (1H, d d, J = 8 . 8, 2. 8 H z ), 7 . 8 3 (1H, s), 7. 98 
(1H, d, J = 2 . 8 H z ) , 8. 43 (2H, s), 10. 82 ( 1 H, s), 

11. 3 7 (1H, s). 

r. <D{b&btt. TIBfijtfelcj;o-C 

2 — Tir h^ri/— N— [3, 5 — If* ( MJ ’TA'&v ^ $ K ('fb'a 

1 ; 1 0 O m g , 0 . 2 5 mm o 1 ) <D (8 mL) #c 

$£ (3 Omg, 0. 5 4 mm o 1), (0. 0 2mL, 0. 3 9 mmo 1) % 

samu ^v'-e 5 o ° ct? 4 mmmw bfc„ NaH 

so 4 zkfcfcrj\ tfco fm^/WS&7k, 

y/l / i/7A^D7l'^77>f — (n — y • WtWt :c - : 7~Sl' := 4 • l) 
t, (6 0 Omg, 5 4. 9%) £ #fc 0 

09 7 : -ffr&'lfe## 7 <Dfc ;^©®5t 

JDSC3|5h^ LT, 5 - 3 - Kik y XT/ 3 , 5 - tfx ( h y 7/v** TvV) 

T=.y ^^ffiV'T093 
l&m : 6 2 . 2 % 

1 H — NMR (DM SO - d 6 ) : 5 6. 86 (1 H, d, J = 8. 4Hz), 7. 
74 (1H, dd, J = 8 . 7, 2. 4Hz), 7. 84 (1H, s), 8. 13 
(1H, d, J = 2 . 1Hz), 8. 84 (2H, s), 10. 82 ( 1 H, s), 
11. 41 (1H, s). 
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#18 :4k&Vam-&8<Dfc&tlt!l<D9m 

m&bb- C, 5 -=• hnf-y 5-tf* (Ky 7/^o^f/i/) 

t-v ^ zm\,'XM3 tmm<Diskftzft\,\ 

W : 57. 2 % 

1 H— NMR (DMSO-d 6 ) : 6 7. 18 (1H, d, J = 9. 0Hz), 7. 

86 (1H, s), 8. 31 (1H, dd, J = 9. 0, 3. OHz), 8. 45 

( 2 H, s), 8. 70 (1H, d, J = 3 . OHz), 11. 12 ( 1 H, s). 

m 9 : 9 oibitmomm. 

( 1 ) — 5 — tfc/V $ V 'Jjv=s^ T.y-jV 

5 — ifcjV 5 /V-f- V ( 4 . 9 8 g , 3 0 mm o l) v n ; K ( 1 5 . 

3 9 g , 9 0 mm o 1 ) N ££§!&# V A (16. 5 9 g, 120 mm o 1 ) N t* "f* 

/vxf/v/rhy (3 5 OmL) 8 

«£E«*U &*SK:2&Jfe!fcSfe§:*n*.x gfc&cnfvi'-ettfflLfc. fSfri^i&zk 
«7kfi£gfe^^'>!>A-C$£ifebfc 0 ^jftSr«JEEg*.bT#'e,tbfcglSSr 

(n — 3 : l ) *e 

ffiSU ^fv/n tVv^T7^-e*Pfi«TM^b-r, 6 

( 5 . 9 8 g , 5 7. 5 %) £#fc. 

1 H — NMR (CD C 1 3 ) : 8 5. 2 7 (2H, s), 5. 37 (2H, s), 

7. 15 (1H, d, J = 9. OHz), 7. 2 6-7. 4 6 ( 1 0 H, m), 7. 
99 (1H, dd, J = 9 . 0, 2. 4Hz), 8. 36 ( 1 H, d, J = 2. 4 
Hz), 9. 9 1 (1 H, s). 

(2) 2 - 5 — i/T / ;V3^ 7 , 7 ^ }\s 

2 — / <y^t ;3 fv'- 5 — (6 9 3 mg, 2 

mmo 1 K jfiSIfc Kn^f'W^y (1 6 7 mg, 2. 4mmo 1 h 
/Vt”ny KV (3mL) <Dm &®£ rl 1 5tT'4«#lfc 0 

2^^ ( 5 m L ) x 7jc (3 OmL) Lfc. ^T 

2 f> U £ ATk^^x tRx IS?PJtiL7kT?fc#-Lx ^StRESS^ ^ 
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T'MKT^»l-'Cx !<£>&&©# (5 2 7 mg, 7 6. 7%) 

£#/Co 

1 H-NMR (CDC 1 3 ) : 6 5. 2 3 ( 2 H, s), 5. 3 5 (2H, s), 

7. 08 (1H, d, J = 8 . 7Hz), 7.33-7, 43 (1 OH, m), 7. 
70 (1H, dd, J = 8 . 7, 2. 4Hz), 8. 13 ( 1 H, d, J = 2. 4 
Hz). 

( 3 ) 5 — v-T 7 f- y yvVgt 

2 - /<y jf- v- 5 - '>7 If (4 4 6mg, 1. 

3 mmol), 5 %^^-SI (4 5mg) £m*7 — ;V (lflmL),f 

F7fcFn772 (lOmL) ^7? 2 U7c 0 

(2 1 2 mg, 10 0 . 0%) 

«r#fc. o 

x H-NMR (DMSO- d 6 ) - 5 7. 0 2 ( 1 H, d , J == 8 . 7H z ), 7. 

82 (1H, dd, J = 8 . 7, 2. 4 Hz), 8. 12 (1H, d, J = 2. 1 

Hz). 

(4) N— [3, 5 — (H)7/^o^f/V) 7 V~\ — 5— '777- 2 

-t Kd^' 7^7X'7^ K (Mft9) 

m tU, 5 - 777 f- y 3 , 5-67 (1^7/1^^ 

T=l y 3 £ 

: 1 6 . 6 % 

X H — NMR (DMS O — d 6 ) : 8 7. 15 (1H, d, J = 8.7Hz), 7. 

85 (1H, s), 7. 86 (1H, dd, J=8. 7, 2. 1Hz), 8. 22 
(1H, d, J = 2 . 4Hz), 8. 43 ( 2 H, s), 10. 93 ( 1 H, s), 
12. 0.0 (1H, br s). 

^ij 10- it^-^d^r^-1 0 

m t l-c. 5-7 yvv-y- y 76/^ s , s-v* {w ?*** 7 ^/v) 
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W : 5 4 . 9 % ' . 

1 H — NMR (DMSO-dg): 5 6. 92 (1H, d, J = 8. 7Hz), 7. 

28 (1H, dd, J = 8 . 7 , 1 . 8Hz), 7. 71 ( 1 H, d, J = l. 8 
Hz), 7. 82 (1H, s), 8. 47 (2H, s), 10. 80 ( 1 H, s), 

1 1 . 1 4 (1 H, s). . 

m 1 1 : 1 

(1) 5 — C ( i , 

5- [(1, l-i^fvv) x-f-fl'] — 2 — k Kn^^yX7/lft K (2. 1 

5 g, 12. 1 mm o 1)<D1, 4 ^ (1 0 0ml), tR (4 OmL) ^ 

X/V7 7 5 i^S6(l • 7 6 g, 18. 1 mm o 1 ) x H V (7. 

3 3 g , 4 7 mm o 1) h D t? A 

(1. 7 6 g , 15. 5mmo 1) O/kM (10'mL) WU lUtfeW^L 
fco (1. 8 0 g , 14. 3 mm o 1 ) 

ZMtl. 3 0 frfflmWLtc . P H£ i t Lfc 0 1,4 

- LT# b/c 0 «S £tR. 

^HESrSfeBES^U-C# 

8 l g, 

7 7. 4 %) 

1 H — NMR (DMSO-d 6 ): 8 1. 26 (9H, s), 6. 90 (1H, d, 

J = 9 . 0 H z ) , 7. 58 (1H, dd, J = 8. 7, 2. 4Hz), 7. 75 

(1H, d, J = 2 . 4Hz), 11. 07 (1H, brs). 

(2) N- [3, 5 - k"^ ( H) 7;VJrxi 7x^1 -5 - [(1, 1- 

ac^vU] — 2 — k Fd^' 7^7X7 $ K ({b^#)#^-l 1) 

LT, 5- [(1, 1 ^^3, 5-k^ 

£#fc 0 
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: 5 3 . 8 % 

1 H — NMR (DMSO— d 6 ):5 1. 30 (9H, s), 6. 96 ( 1 H, d, 

J = 8 . 7Hz), 7. 50 (1H, dd, J = 8. 7, 2. 4Hz), 7. 82 
(1H, d, J = 2. 4 Hz), 7. 83 (1H, s), 8. 4 6 (2H, s), 1 
0. 8 0 (1H, s) 11. 12 (1H, s). 
m 1 2 : #,&&&& 1 2 (Dfc&QHDWk 

( 1 ) 5 2 — 

5 — 7tf ^f/H7f/V(l3. 5 9 g, 7 0mmolk^>' 

if/V-fv 5 K (1 7. 9 6 g , 105 mm o 1), D^A(19. 35g, 

1 4 0 mm o 1 h hV (3 5 OmL) 8 

bfc 0 

ipx., lafp^Tkxii^sfe^, 

^HSr^fES^UTW^fcaaESr^ tf 

d 4 . 2 0 g , 71 . 4 %) 

£#fc 0 

X H-NMR (CDC 1 3 ) : 5 2. 5 8 (3 H, s), 3. 9 3 (3H, s), 

5. 27 ( 2 H, s), 7. 07 (1H, d, J = 8. 7Hz), 7. 26-7. 

43 ( 3 H, m), 7. 4 7-7. 5 0 (2H, m), 8. 07 (1H, d d, J 
= 8. 7, 2. 4 H z ) , 8. 4 4 ( 1 H, d, J = 2. 4Hz). 

(2) 5 -7tf 2 i 

5 — 2 — 7* (5. 6 9g, 2 * 

0 mm o 1 ) CD * $ J '—JV/ i r h7t Kn77> (20mL + 20mL) 31 
^(ei N 2^7tc^b^- h y (llmL) IriDis 8B£|ta8£#Lfc. 

nn^^^l^TTk. &fQ«7kTii&Sfc*K ?$. 

y^n t°7^-^/v-egfe#bX x 

(4. 9 2 g , 9 1. 0%) £r#fc 0 
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1 H — NMR (DMS O— d 6 ) : 5 2. 5 5 (3H, s), 5. 32 (2H, s), 

7. 3 0-7. 4 3 (4 H, m), 7. 4 9- 7. 5 2 (2H, m), 8. 09 (1 
H, dd, J = 9. 0, 2. 7Hz), 8. 22 (1H, d, J = 2. 4Hz). 
(3) 5 — T'fefvl''— 2 — 1 N— [3, 5 — tf JX. ( h !J 7/l^tn 
X 7 cc <<yX7 5; K 

5-T-fe^/V-2 — & (4. 8 7 g , 1 8 mm o 1 h 3, 
5 - tf * ( h y > (4. 5 4 g, 1 9. 8mmo 1), fc°y 

( 5 . 7 0 g , 7 2 mm o 1 ) Or l> 7 t Kp77 "s/Vi? n/l^X & is (7 
2mL + 3 6mL) tV y (1. 8 5mL, 19. 

8 mm o 1) ^V'TSfl-ei 2 U7c 0 

ftfcjftiltfc: 1 (lOOmL) 

/yJS&Tk, ^fp^TkTdil^gfe^, mmzm ± 

^vx^rbntc^^'yv n-r kVy’7H'~ (n-^^y : 

M^^=3 : 1-2 : 1) T'fSLt, (5. 4 

7 g, 6 3. 1%) £#fc o • ' 

‘H-NMR (DMS O— d 6 ) : 5 2.5 7 (3H, s), 7. 1 1 (1H, d, 

J — 8 . 7Hz), 7. 86 (1H, s), 8. 05 (1H, dd, J = 8. 4, 
2. 1Hz), 8. 44 (1H, d, J = 2 . 1Hz), 8.47 (2H, s), 1 
0. 96 (1H, s), 11. 97 (1H, brs). 

siTvmmmfc&'t'XMi 2 o) ©s«gfe&s5i/B£;h/T:v'5*i£\ nyy 

LTfix :XXnnXX>\ 7^ h 7 1 K n 7 7 If 
U< f±S£-LTJlVVfc 0 

(4) 5-T-fefvV-N- [3, 5 - t"* ( h y 7 ^=->V\ - 

2-tFn^r ^7X7 ^ F 1 2 ) 

5-7tf/l- 2-^y'7/t't^r'7-N- [3, 5 - fc" * ( h y 7/^ayf/V) 
7x-/l] -<yX7? K (6 0 2mg, 1. 2 5 mm o 1 K 5 %;<? 2»j%m 
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(6 0 m g) / — ;V ( 6 mLh 7f7 tKo77> (7 2mL) 

jiE21L~C' 3 0 L7c 0 •. L~C 

# b £: n - ^ =¥f* 'y/W^x- b W&bb L *C > gSte-g^ <£> 6 fe @ 

#: ( 2 3 0 m g , 4 7. 0 %) Sr#fc» 

1 H — NMR (DM SO - d 6 ) : 5 2. 59 (3H, s), 5. 35 (2H, s), 

7. 3 2-7. 36 (3H, m), 7. 43 (1H, d, J = 8. 7Hz), 7. 

5 2 — 7. 5 5 ( 2 H, m), 7. 8 2 (1H, s), 8. 16 ( 1 H, dd, J 

= 8. 7, 2. 4Hz), 8. 25 (1H, d, J = 2. 4Hz), 8. 31 (2 
H, s ), 1 0 . 8 9 (1 H, s ). 

$113 3 (Dit&!®)<Dm& 

5 -T-fe^/V— N— [3,5 — fcfy. ( h !) y J-jV) 7 a=.-=-7V] — 2 — t 

Kn^v-^yXT 5; K (•fk'a 1 2 ; 5 0 . 5 m g , 0. 13 mm o 1) © 

J — 7V ( 2 mL) h V (2 3 . 6 m g, 0. 

6 2 mm o 1 ) ^Di, i^t*l 2P#MSH$Lfc 0 

^g^fv^ttliiLfCo h y 

^Sr^f^bT^bftfc^Sr-f y :/n fcVWx-T^/n - 
y-CSS^Utv (3 9. 7mg, 78. 3%) 

Sr#fc 0 

X H — NMR (DMSO-d 6 ): 5 1. 34 (3H, d, J = 6. 3Hz), 4. 

71 (1H, q, J = 6 . 3 H z ), 5. 18 ( 1 H, brs), 6. 97 ( 1 H, 

d, J = 8 . 4 H z ) , 7. 44 (1H, dd, J = 8. 4, 2. 1Hz), 7. 

84 (1H, s), 7. 86 (1H, d, J = 2. 1Hz), 8. 48 (2H, s), 

10. 8 5 (1 H, s), 11. 32 (1H, s). 

$114: 1 4 (Dik'&tyKDmfe 

5-T-fe^/y— N- [3, 5 - if 7. 7 ^=-;V] — 2 — t 

Fa^'7^yX7 5; K Ofb'n 1 2; 100. Omg, 0. .26 mm o 1 ) 

7— JV ( 3 mL) t°U V s ^ (4 5 /x L, 0 . 5 6 mmo 1 )> O — 
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Kn^^T^SiS (2 5. 8 mg, 0. 3 1mmol) Hi 

Vt&tBLtc 0 zk ^fP^^7K-e^, &7kffiSH-hy *A-Cf£Jfc 

t, m zmmm * l x# e> tiizmtt v as* 7^n?F07^(n 

: 1) XrMMb-C. i!ft^©Sfeii (10 2. 

1 m g , 9 5. 3 %) £#fc. 

J H-NMR (DMSO-dj) : 8 2. 1 9 ( 3 H, s), 3. 9 1 (3H, s), 

7. 05 (1H, d, J = 8 . 7 H z ) , 7 . 77 (1H, dd, J=8. 7, 2. 
4Hz), 7. 85 (1H, s), 8. 09 (1H, d, J = 2. 4Hz), 8. 4 
7 ( 2 H, s), 10. 87 (1H, s), 11. 48 ( 1 H, s). 

m 1 5 : 1 5 <D{t&Va<D9m 

BS&bVX* 5-T^^-N- [3, 5-tf* ( MJ ^/t^n^fvv) :7^~ 
As] — 2 — t Kpdrv'^>'XT5: K Wb£*4&#^ 1 2), RlfO-^y^fc Fc 
dr'>/UT 5; 14i ®JSte£“feSr#fc. 

J W ■ 7 9 . 9 % 

X H — NMR (DMS O— d 6 ) : 8 2. 24 (3 H, s), 5. 20 (2H, s), 

7. 04 (1H, d, J = 8 . 7Hz), 7. 2 9-7. 4 7 ( 5 H, m), 7. 

7 6 (1H, dd, J = 8 . 7, 2. 4 Hz), 7. 85 (1H, s), 8. 07 
(1H, d, J = 2 . 1Hz), 8. 46 ( 2 H, s), 10. 87 (1 H, s), 
1 1. 4 7 (1 H, s). 

m 6 : 1 6 

(1) 5- (2, 2-v ? '>T/^x>'- 1 --T/H - 2-t 

!)/l^ (13 2mg, 2mmo 1) — As ( 6 m L) 5 

— Jl'-f V (3 3 2mg, 2mmo 1) Tk^nli 

$ V (0. lmL) Hi £fflT?2B#ffl»#Ui:. flrffi 

(13 9. 9mg, 3 2. 

7 %) 
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1 H — NMR (DM S O — d 6 ) : 8 7. 12 (1H, d, J- 8 . 7 Hz), 8 . 

09 ( 1 H, dd, J = 8 . 7 , 2 . 4Hz), 8 . 41 (1H, a), 8 . 50 
( 1 H, d, J = 2. 4 H z ) . 

(2) N- [3, 5 — -5- (2, 2 — 



— i ju) -2 -kKn^yXTU' (Ib^#tl6) 
5- (2, 2-^7;xfy-l-'f/l') -2-tKn^l 
&173, 5 - If* (H)7/^c^f/v) T~y 

JW : 9 . 1 % 



1 H — NMR (DM S O — d 6 ) : 5 7. 13 (1H, d, J = 9- 0 Hz), 7. 
83 (1H, s), 8 . 04 ( 1 H, dd, J = 9. 0 , 2. 4 Hz), 8 . 36 
(1H, s), 8 . 38 ( 1 H, d, J = 2. 4 Hz), 8 . 43 (2H, s), 1 
1 . 4 3 (1 H, s). 



#|1 7 : 7 © ft ^&©®36 

( 1 ) 5 - [(2-777-2-7 



1 —4 7V] — 2 



t: 

S-^/lt!)«(3 3 2 mg, 2 mm o 1 ), 

(19 8 m g , 2 mmol),S®( 6 mL), HjxW^ (0. 2ml) 

7 . 7mg, 6 6 . 3 %) ^£i%tz-o 

'H-NMR (DMSO-dg) : 5 3.8 5 (3H, s), 7.15 (1H, d, 

j = 8 . 7 H z ) , 8 . 20 (1H, dd, 1 = 8 . 7, 2. 4Hz), 8 . 37 
(1H, s), 8 . 66 (1H, d, J = 2. 4 H z ) . 

(2) 3- ({N- [3, 5 -tf* ( h !) 7 jv-ft-v. } =f-;V) 7 ^=- A'] 

, W - 4 -tKD^7x^) -2 -77777!)/^ ^, 1 ^* 7 ^ 



1 7 ) 
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IWMtL Xs 5- [(2 -WV- 2-t ^y-y- \ -✓f/U] 

- 2 - fc Kd 3 , 5 - tf *• ( b V y^irn * *?>V) T~'jy 

£jbvvc093 kmn<D&tfe*?f\,\ 

i&m 6 6.3% 

1 H-NMR (DMS O— d 6 ) : 5 3.8 5 (3H, s), 7.19 (1H, d, 

J = 9. 0Hz), 7. 85 (1H, s), 8. 20 ( 1 H, dd, J = 8. 7, 
2. 1Hz), 8. 33 (1H, s), 8. 45 (2H, s), 8. 50 (1H, d, 

J = 2. 1 H z ) , 11. 00 (1H, s), 11. 03 (1H, s). 

Ml 8 8 

3- ({N- [3, 5 — fcfJX (h!J7/^D^f^) - 

4 - 1 Ko#'>7x=/P) - 2 -1/7/ TV V/isM /^-/U^yy/U (fb^# 
tl7;50mg,- 0. 1 1 mm o 1) / — /V (5mL) 2^ 

Tk^-fbd- hy £ A ( 0 . 1 1 m 1 , 0. 2 2mmo 1 ) 3 I^IWSi 

(13. 5 m g , 3 

0. 4%) 

1 H-NMR (DMSO— d 6 ) : 5 7. 12 (1H, d, J = 8. 4Hz), 7. 

84 (1H, s), 7. 94 (1H, dd, J = 8. 4, 2. 1Hz), 8. 38 
(1H, d, J = 2 . 1Hz), 8. 45 (2H, s), 9. 87 ( 1 H, s ), 1 

1 . 4 1 (1 H, s). 

M 1 9 : 1 9 Vit&tiHDm 6 

N- [3, 5-f'^ ( HJ 7i-/l];-2-t Ka^r'>-5- 

3-K^X7$ K (^^#-§-7 ; 4 7 5 mg, lmmo 1). y^uy (1 3 
0 m g , 1 . 2 5 mm o l), y i? *7 A (4. 5mg, 0. 02 mm o 1 K 

h V y (3$W h — b V /^) '^yy^y(12. 2 mg, 0. 0 4 mm o l) v i? 4 
77n tf/V7$y (3 8 8 m g , 3mmo 1 h N, K (2 
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mL) Tk&Mz. 

»insr»flES5feuT#-fe^fcaasrvy u'fwvJ*? n 
(n-^^rfy : ^ y/n fc“/t/x-r^= 2 : 1 -> 1 : 1) 
ItT, ®Mfls£-4&©8feft£,@ft (17 3 mg, 3 8. 3%) £t#fc 0 
1 H — NMR (DM S O — d 6 ) : 5 7. 04 (1H, d, J = 8. 4Hz), 7. 

2 0-7. 2 9 ( 3 H, m), 7. 38 ( 2 H, t, J = 7. 5Hz), 7. 59 
( 2 H, d, J = 7. 5Hz), 7. 72 ( 1 H, dd, J = 8. 4, 2. 1Hz), 
7. 86 (1H, s), 8. 07 ( 1 H, d, J = 2. 1Hz), 8. 49 (2H, 
s), 10. 89 (1H, s), 11. 33 (1H, brs). 
f !|2 0 : 2 0 

N- [3, 5— (Ml7^tn^f/V) 7*=.;V\ -2-tKD^'7-5- 
3 ■ — K^yXT 5; R ('fb'n'^)#-^' 7 ; 9 5 0 m g , 2 mm o 1), H U ^ U 

yUT tf 77 (2 4 6mg, 2. 5 mm o 1 ) . h V /77$ V (2mL) <7)N, 

N K ( 4 m L) T/l^ 7^7** ( h 

!) 7i —/V'/ft JX7^f 7) J* (23mg, 0. 02 mm o 1), — Hi 

(4 m g, 0. 0 2 mm o 1) ZMx., 4 0 °CT* 2 L7c 0 1% 

(1 0 0 mL) RV1 (1 0 0 mL) 

h$tjlb/c 0 ^t|c. ISfn^^TK'TrJlR 

»«E*»JEE«*L’C#e>tbfcaaESr'> 
5^W?A^avf^97>f- (n-^^rib^ : &Btx?-/u= 1 9 : 1 ) T? 
MM. n-^^f-^T'Ma^bL-C. 8tjgfl:£4fe0&&i&& (2 8 6 mg, 32. 

1 %) 

1 H — NMR (DMS O— d 6 ) : 8 0. 2 3 (9H, s), 7. 00 (1H, d, 

J = 8 . 7Hz), 7. 54 (1H, dd, J = 8. 7, 2. 4Hz), 7. 85 
(1H, s), 7. 9 8 (1 H, d, J = 2 . 1Hz), 8. 46 (2H, s), 1 
0. 8 6 (1H, s), 11. 6 9 (1H, s). 
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M2 1 : 1 <Dit&%}<Dmi t 

N- [3, 5 — If* >V\ -2-tKn^'>-5- 

[ ( h V X V )V~\ 'O'X'T 5 K 2 0 ; 2 3 3 m g . 

.0. 5mmo 1 ) (lmL) 2 Mfokmb'k b !) t A ( 1 

mL) i?a-ei^WLt 

t, (6 7 m g , 3 5. 9%) %mtc 0 

1 H — NMR (DMSO-dj) : 8 4. 11 (1H, s), 7. 02 (1H, d, 



J = 8. 


4 H 


2 ), 


7. 


5 5 ( 


1 H, d d, 


J — 8 . 4, 


2. 1Hz), 7. 85 


(1H, 


s), 


7 . 


9 8 


(1H, 


d, J = 2 . 


1Hz), 8. 


4 6 ( 2 H, s ) , 8. 


4 6(2 


H, 


s ), 


1 0 


. 8 6 


(1H, s), 


11. 6 2 


(1H, s). 



$1 2 2 : 2 2 <Dfc'£fy)<Dm.& 



U, N- [3, 5 -If* (F!) 7/Utn^f/V) -2-fcF 

ctdrv'- 5-3— K^yX7 5 K (ft^#-^7), 

V.'Tfcl 20i 
l&3£ : 4 0 . 8 % 

'H-NMR (DMSO-d 6 ) : 8 7. 0 6 ( 1 H, d, J = 8 . 4Hz), 7 . 

42-7.46 ( 3 H, m) , 7. 53-7. 57 ( 2 H, m), 7. 64 (1H, 
dd, J = 8 . 7, 2. 1Hz), 7. 86 (1H, s), 8 . 06 ( 1 H, d, 

J = 2 . 1 H z ) , 8 . 48 ( 2 H, s), 10. 94 (1H, s), 11 . 64 (1 
H, b r s ). 

'$12 3: 2 3 ©fl5*a^fe©]R3g 

N- [3, 5 -If* ( h V yfrUrvi't^A/) 7^—sU] - 2 — t Kn^ix- 5 — 
3 - K^yXT 5; K 7;2 00mg, 0. 4 2 mm o 1 ) © 1 , 2 

-v'X ( 3 m L) *h*=¥* (HJ7 

x=/^77^y) /n’7 '^!)A (I6mg, 0. 0 0 14mmol) »U 
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( 5 7mg, 0. 4 

7 mmol), lmo l/L&K^hy 3mL) &an*. y 2l$IH] 

tfco «s»£46^-cffi*a5fe8N h y ^xiiml 

SfjKESrWffiS* LX# S' y # y v-v Yfy? j — ( n - 

^df-f-V : 6 : 1-^3 : 1) XltMLX, MM'fk'a-yd<D&'&%nBB (1 

0 9mg, 6 1. 1 %) £f#fco 

1 H — NMR (DM SO- d 6 ) : 6 7. 12 (1H, d, J = 8. 7Hz), 7. 

3 3-7. 3 8 (1H, m), 7. 48 (2H, t, J = 7. 5Hz), 7. 67 
-7. 70 ( 2 H, m), 7. 79 ( 1 H, dd, J = 8. 4, 2. 4Hz), 7. 
87 (1H, s), 8. 17 (1H, d, J = 2. 4Hz), 8. 4 9 ( 2 H, s), 
10. 92 (1H, s), 11. 41 (1H, s). 

0j| 2 4 : 2 4 OfLa^OMia 

N- [3, 5-tfX (H)7/l'tP^f/V) — 2-fcK 

pdf .^_5_ (7 lX /vxf^) ^yX7 5 K 2 2) SrJfll'Xfll 

12 (4) 
lW : 8 6 . 2 % 

1 H — NMR (DMS O— d 6 ) : 6 2. 88 (4H, s), 6. 93 (1H, d, 

J = 8 . 1Hz), 7. 15 — 7. 34 (6H, m), 7. 76 ( 1 H, d, J = 
2. 4 H z ) , 7. 84 (1H, s), 8. 47 (2H, s), 10. 79 (1H, 
s), 1 1. 1 5 (1 H, s). 

®\ 2 5 : 2 5 <D{k&Vd<Dm& 

LX, 2— tKa^'7-5- ( MJ y;V^ru t 5vW) JkX$3, 

5 — if ;*. ( b ]) ^ 5vL) T— !1 3 t H 

M'fb'a 1 £r#7c 0 
Jfcs£ : 4 4 . 7 % 

X H — NMR (CDC 1 3 ) ; 8 7.17 (1H, d, J = 9. 0Hz) 7. 7 
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2-7. 75 ( 2 H, m), 7. 86 ( 1 H, s), 8. 17 ( 2 H, s), 8. 3 
5 (1H, s) 11. 88 (1H, s). 

[2 - fc Kn 3r 5 - ( h V 7 7 ^ 5. )V • 72 K • 

77' — — 7’ 7 ) V • 7* -f 2^ (Chemical & Pharmaceutical Bulletin) J , 

1 9 9 6#, |4 4l, ^4#, p. 7 3 4-7 4 5#!] 

#1 2 6 : 2 6 ©ft^©3R3t 

btv 2 — t Kn^rv'- 5- H7^7/^nxf;P) &t/3, 

5 - fc"* (M)7/Mn^f^) T=I? ^Sr^V>T^3 « 

l&sfs : 6 5 . 7 % 

‘H-NMR (CD C 1 3 ) : 5 7. 19 (1H, d, J=9. OHz) 7. 7 

0 (1H, dd, J = 8 . 7, 2. 1H z), 7. 81 ( 1 H, d, J = 2. 1 
Hz), 8. 17 ( 2 H, s), 8. 37 ( 1 H, s), 11. 9 2 ( 1 H, s). 

[2 — fc Kn df'>— 5 — (.'<>? 7 5; 77 K * 

7t' — vi/a — 7-4 3) }V ♦ 7 * \/7 -4 7 (Chemical & Pharmaceutical Bulletin) J, 

1 9 9 6#, I4 4t, #4 p. 7 3 4-7 4 5#!] 

m 2 7 : 2 7 <7){b#tJ©§£ii 

LT, 2 — fc Kn^rv'— 5— (fc\n - 7 P- 1 - 4 ^) Ic-Wlt 3 , 
5-t"* (h y T~y M 

« : 5 7 . 8 % 



X H— NMR 


(DM S O — d 6 ) : 


5 6. 


2 7 


( 2 H, 


d d, 


J = 2. 4, 


1 . 


8 H z ) , 7. 


10 (1H, d, 


J = 9. 


OHz 


), 7. 


2 9 


.( 2 H, dd, 


J = 


2. 4, 1. 


8H z), 7. 6 6 


(1H, 


d d, 


J = 9. 


0, 


2. 7 H z ) , 


7. 



86 (1H, s), 7. 98 (1H, d, J = 2. 4Hz), 8. 47 (2H, s), 
10. 89 (1H, s), 11. 24 (1H, s). 

#12 8 : {b^#^- 2 8 <D{k&m<D§m ' 
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N- [3, 5 -If* (h!i7/Vta^f/V) - 2 - fc F 

p ^_ 5_3- K ^X7^K W2-Wxy#oyt 

SrfllV'T#^ 3 £lHlt$©$if££:?TV\ 

: 4 4 . 4 % 

'H-NMR (DMSO— d 6 ) : 5 7. 0 8 ( 1 H, d, J = 8. 4Hz), 7. 

14 (1H, dd, J = 5. 4, 3. 6Hz), 7. 45 (1H, dd, J = 3. 

6, 1. 2Hz), 7. 51 (1H, dd, J = 5. 1, 0. 9Hz), 7. 75 

(1H, dd, J = 8 . 4, 2. 4 H z ), 7. 59 (1H, s), 8. 08 (1 

H, d, J = 2 . 4 H z ), 8. 48 (2H, s), 10. 91 (1H, s), 11, 

3 8 (1 H, s ). 

M 2 9 : ft-a #)#-§- 2 9 

N- [3, 5 - t'X (Miy/i'to^f/i') 7*=^] -2-tK 
n ^_ 5 _3-K^yX7'; K (^^#-^-7). 

2 3 £ 

: 3 8 . 7 % 

1 H — NMR (DMSO— d 6 ): 5 7. 0 6 ( 1 H, d, J = 8. 7 Hz), 7. 

57 (1H, d d, J = 4 . 8, 1. 5Hz), 7. 66 ( 1 H, dd, J = 4. 

8, 3. 0Hz), 7. 8 1-7. 8 4 ( 2 H, m), 7. 8 6 (1H, s), 8. 
18 (1H, d, J = 2 . 1Hz), 8. 49 (2H, s), 10. 90 (1H, 
s), 11. 3 3 (1H, s). 

M3 0 : 0<D{k&%><Dm& 

(1) 2 — 5 — (2— — N— [3, 5 — t'7 

( K y y ivir u y ^jv) y aO ^yxx ^ F 

5 _ T - fe ^ / V_2-^Vv 5 /l'X-=3r'>-N- [3, 5-t"^ ( H) 7/VXa^f/V) 
^7^-/1^] xyX7 5 F (Ml 2 ( 3 ) \ 4 . 81 g, lOmmol) 

©7f7tKD77y (3 0ml) 7x-/^H)7f-/^7y ; e^7^h 

!) Xo 5 K (3. 7 5 g , 10 m m o 1 ) <£riPx... 1 2 B^FfUlfjfc^ \stz. 0 ix) 
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bX#b#T/fc^S^:'> y 3 ) Jf jl'Z) 7 n-v h ^77^- ( n —✓s.df. 

f*>' : @^^5^= 4 : 1) “CftfiL Uf ^ 

(2. 3 9 g, 4 2. 7%) .^fyto 

X H — NMR (DM S O— d 6 ) : 8 4. 91 (2H, s), 5. 36 (2 H, s), 

7. 3 2 — 7. 3 5 (3H, m), 7. 47 ( 1 H, d, J = 9. 0Hz), 7. 

5 2- 7. 5 6 ( 2 H, m), 7. 82 ( 1 H, s), 8. 21 ( 1 H, dd, J 

= 8. 7, 2. 4Hz), 8. 29 ( 1 H, d, J = 2. 4Hz), 8. 31 (2 
H, s), 1 0. 9 1 (1 H, s). ' 

(2) 2 — ^<1/ 'yjV^^r 'y N — [3, 5 — tf.X ( h ]) y jV^rxi y yvv) y a. in 
)V\ — 5— (2— J- J- JV^T )V A — 4 )V) -<yX'7$ K 

(2-7 f n ; t7tf^) -N- [3, 5 - (f>y 
:7/M-n,X5Vv) 7x=^] -?yX7'; K (2 8 0 m g , 0. 5mmo 1), 
7t^^ K(41mg, 0. 55 mm o 1 ) x 0tS&7k^-?~ hU!)A (50mg, 0. 

6 0 mm o 1). J — ;v (l 5mL) 1 MMJg^L7c 0 

h V £ 

tUL7c 0 &m^?yi'mZ7k' ^fq^TkxJifi^^. ^7k «t-7^i/yAT^ 

4®£L X7<X/^yA^n-7 

(n-^3MkV : mm^^=4 : 1) fflti:, (l 

8 1 m g , 6 7. 5%) &mc 0 

1 H — NMR (DMS O— d 6 ) : 6 2. 72 (3H, s), 5. 29 (2H, s), 

7. 33-7. 36 ( 3 H, m), 7. 40 (1H, d, J = 9. 0 Hz), 7. 

5 4-7. 5 7 ( 2 H, m), 7. 8 1 ( 1 H, s), 7. 94 ( 1 H, s ), 8. 
12 (1H, dd, J = 8 . 7, 2. 1Hz), 8. 27 (1H, d, J = 2. 1 
Hz), 8. 31 ( 2 H, s), 10. 86 (1H, s). 

(3) N— [3, 5 — ify. ( k y y/V^-uy ^;V) y^.- /v] -2-t Kn4fX 
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— 5 — (2 4-4 fr) "<yX7^ K 3 0 ) 

2-'<'y'J^Jr5r's-N- [3, 5-tf* (h y yjvjrut^/v) y ^.=-/v~\ - 
5- (2-7W7X - JVA — ifV) ^yX7 5K (I6 0mg, 0. 3mm 
o lk 1 (2 4 Omg) \Z.^$ ; — ;v (1 Om 1 ) 

7kS?#|MTs 3. 5 bXc 0 

(10 3. 4 m g , 7 9. 2%) £#7c 0 
'H-NMR (DMSO-d 6 ) : 5 2. 7 2 (3H, s), 7. 08 (1H, d, 

J = 8 . 7 H z ) , 7. 83 (1H, s'), 7. 85 ( 1 H, s), 8. 01 ( 1 H, 
dd, J = 8 . 7, 2. 4Hz), 8. 42 ( 1 H, d, J = 2. 1Hz), 8. 

5 0 ( 2 H, s), 10. 9 6 (1H, s), 11. 4 0 (1H, s). 
m 3 1 : 3 1 < DMoIl 

2 - (2 -7'n^-Tir^/y) -N- [3, 5 - If* ( f- ]) 

yjvirvi X Tyis) y^~)V\ ^yX7 U’(^12 ( 3 ) ; 2 8 0 m g , 

0.5 mm o 1), 2 -7X7 tf-JJ i/y' (51. 8mg, 0. 55 mm o 1), k 
§£ 7K^i't' h ii (5 Omg, O'. 6 mm o 1 k / “4' (1 0 m L) 

^£2 bfc» h y ^7k 

bfc„ gm^/ws ^fo^Tk-ejii^sfe^, 

X/<X'/y 

^/7A^D7^77^ (n-^^f-^ : 1 : 2) tifLX, 

fi-fe®#: (13 0. 3 m g ) £r#fc 0 ( 1 0 8 m g , 0. 19m 

mol) t 1 0 %^7yH-^l (1 1 mgk /—A? (8mL), 

f-/V ( 8 m L ) 7klSt#BMTk 7#JSI»#Lfc. 

X7 JfjVfty&tw- bVyy 4”— (n 
1 : 3) tilLt, (1 8. 

3 m g , 2 0.2%) £#7c„ 

a H — NMR (DMS O— d 6 ) : 5 6. 90 (1H, dt, J = 6. 6, 0. 

9Hz), 7. 10 (1H, d, J = 8. 7Hz), 7. 25 ( 1 H, m), 7. 5 
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7 ( 1 H, d, J = 9 . 0Hz), 7. 86 ( 1 H, s), 8 . 04 (1H, dd, 

J 8 . 7, 2 . 1 H z ), 8 . 35 ( 1 H, s), 8 . 48 — 8 . 56 ( 4 H, 
m), 11 . 00 (1H, s), 11 . 41 (1H, s). 

fli 3 2 : 3 2 

(1) N— [3, 5 — tf.X (hy7/^n/f/U) 7 — 5 — 

k 

N- [3, 5 — if 7 (MJ 7/l/to^f/H 7x^/1/] - 2-kKn^'>-5- 
g “ H^yX 7 ^ F (■ fb'n'fe : # 7 ; 4 . 7 5 g , 1 0 mm o 1 ), 7 p PXf'/U 
^ /I/X -7 / 1 /( 1 . 14ml, 15 mm o 1), mM.% !J $ A ( 2. 76g, 2 
0 mm o 1). T-thy (50-mL) 8 Lfc a Rjfcm&i&J 

ibtbtc^ik&yy 7> ■'f JVfoy A7 ^ b-?'77 -f — 

= 3:1) iTCftM. n bW&M> LT, M'fb-a^© 

«(3.'9 6 g, 76. 3 %)..&#*:„ 

1 H — NMR (DMS O— d 6 ) : 5 3. 38 (3H, s), 5. 28 (2H, s), 

7. 12 ( 1 H, d, J = 9 . 0Hz), 7. 81 ( 1 H, s), 7 . 82 ( 1 H, 
dd, J = 8 . 7, 2. 4 H z ) , 7. 88 (1H, d, J = 2. 4Hz), 8 . 

4 0 ( 2 H, s), 1 0. 8 7 (1H, s). 

(2) N— [3, 5 — if 7 ( h V y/U^-u / =3-;l,) 7 ;v~\ — 2 — p<h4fv'^ 

b^y— 5 — (ifyyy—2 —4 AS) ^yXj ^ K 

N— [3, 5— if 7 (Ml7/l'tP^f/l') 7 x.=-;V] — 5 — 3 — K— 2 — X h 
^y ^ F^r'y^yXT (0. 2 O g, 0 . 39mmol) CON, N — ^ 

/UX/UAT 5 K ( 8 m 1 ) h V - n-y'f-JV (2 -if!) void 7X (0 . 

13ml, 0 . 41 mmo 1 ) N 'J7 n n if 7 ( h J) 7 ^~/Vfc77 y 7) s<7'J 
^ (32. lmg, 0. 0 5mmo 1) ^Pi 10 0°C7?1. 5fl#|SJft#L 
fee Tkfcfctt. ilxf/K’ttffi Lfco SfcSfe^f 1 
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-fttfivlJ = 7 1*7 p-7 |'/77^“ (n— : 1ft 
^m^vU= 2 : 1~>1 : 1) -Cfit®LT, (3 7. 9 mg, 

2 0.8 %) £r#fc 0 

*H— NMR (CDC 1 3 ):5 3. 6 4 ( 3 H, s), 5. 5 3 ( 2 H, s), 

7. 2 3-7. 2 8 (1H, m) ,7. 36 ( 1 H, d, J = 8. 7Hz), 7. 
65 (1H, s), 7. 7 7-7. 8 4 ( 2 H, m), 8. 20 (2H, s), 8. 
31 (1H, dd, J = 8 . 7, 2. 4Hz), 8. 6 8-8. 7 0 ( 1 H, m), 

8. 83 (1H, d, J = 2 . 4Hz), 10. 12 (1H, s). 

(3) N- [3, 5 — If* ( H V 7 JV-tviJ- J-;V) 7 — 2 — t Ko^v' 

-5 - (t°y -^-2 — r/v) ^2X7 5 k (M#f3 2 ) 

N- [3, 5 — If* ( h y 7;V7rn 7 fvV) :7cn~/l/] - 2 -X f^v'X h^r'> 
-5- (M°V 2-47^) ^2X7$ K (3 7. 9 mg, 0. 0 8 mmol) 
(3ml), (0. 5ml) SrJPx., 2^Pfl^^LXc 0 R 

T-ttttibXCo Kx #7kSf£^ hy 

— (n — 2 : 1) LX, IgM-fba ^ $)<D 6 (l 

6. 2m g, 4 7. 2%) 

1 H — NMR (DMS O— d 6 ) = 5 7. 1 3 ( 1 H, d, J = 8. 4Hz), 7. 

33 (1H, ddd, J = 7 . 5, 6. 3, 1. 2Hz), 7. 86-7. 91 (2 
H, m), 7. 97 (1H, d, J = 7. 8Hz), 8. 20 ( 1 H, dd, J = 

8. 7, 2. 1Hz), 8. 50 ( 2 H, s), 8. 59 (1H, d, J = 2. 4 

Hz), 8. 64-8. 66 (1H, m), 10. 97 (1H, s), 11. 5 3 (1 
H, s). 

m 3 3 : #-*r 3 3 

5-^m!)«W3, 5 -If* (by 7/ltn^f/U) 
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J« : 5 6 . 8 % 

‘H-NMR (DMSO-dJ : 8 3. 7 7 (3H, s), 6. 97 (1H, d, 

J = 9. 0 H z ) , 7. 10 (1H, dd, J = 9. 0, 3. 0Hz), 7. 43 
(1H, d, J = 3 . 0 H z ), 7. 84 ( 1 H, s), 8. 47 (2H, s), 1 
0.8 4 (1H, s), 10. 9 1 (1H, s). 

#13 4: 3 4 <Dfc'g-%<DM& 

(1) 5-Tir^-2-^ 

5 (5. OOg, 2 5. 7mmolKK 

y A ( 7 . lOg, 5 1. 4 mm o 1 ) x N, N — ^ K ( 2 
5 m L) 7K7nTs ^-fk^ ^Vl' (2. 5mL, 4 0. 1 mm o 1) £ 

Cfc 0 

yyntvn-fV 

n-^drf-^) IT, iIft^O6^ 0 B 0 (5. 17g, 9 6. 5 %) 
'‘H-NMR ( C D C 1 3 ) : 8 2. 5 9 (3H, s), 3. 9 2 (3H, s), 

3. 99 ( 3 H, s), 7. 04 ( 1 H, d, J = 8. 7Hz), 8. 12 ( 1 H, 
dd, J = 8 . 7, 2. 4 H z ), 8. 41 ( 1 H, d, J = 2. 4Hz). 

(2) 5->ry^!)^-2-> 

5 — 2— ^ h^rt'gc&fFife 2 7‘A'X.XtA' (0. 5 0 g , 2. 4 0 

mmo 1 h t e r t — ^ y^A(0. 8 1 g, 7. 2 2 mmo 1 K x 

h7k Ko77V (lOmL) tJc^Ts ^{k^/P (0. 5mL, 

8. 0 3 mmo 1) fcjQ*., SlU 1 B#rafl|#Lfc. % 

vtc 0 tt&x-T-A'MI &7k* 

7Ayo?l'^777'- (n — 3 : 1— >2 : 1) 

It, (1 4 3. lmg, 2 5. 2%) 
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1 H — NMR (CDCI 3 ): 5 1. 22 (6H, d, J = 6. 9Hz), 3. 5 

2 (1H, m), 3. 92 (3H, s), 3. 98 (3H, s), 7. 05 ( 1 H, 

d, J = 8. 7Hz), 8. 13 (1H, dd, J = 8, 7, 2. 4Hz), 8. 

4 2 (1H, d, J = 2. 4H z). 

(3) 5-^f 

^;H7t/M 14 3. lmg, 

0. 6 0 mm o 1 ) (5mL) 2^7fc^fb^- h !> frAJS 

t (lmL) SrJnx.^ 2 M 

( 1 3 4 m g , £*1$) 

l H — NMR (CDC 1 3 ) : 8 1. 22 (6H, d, J = 6. 9Hz), 3. 5 

9 (1H, m), 4. 15 (3H, s), 7. 16 ( 1 H, d, J = 8. 7Hz), 
8. 24 (.1H, dd, J = 8 . 7, 2. 4Hz), 8. 73 ( 1 H, d, J = 2. 

1 H z ) . 

(4) 5-4 yT'fD/WN- [3, 5 — If (hy7/^n^f/V) 

5 — r yyfy^- 2 -^ &tf3, 5-t"* (h 

tc 0 

: 6 1 . 4 % 

1 H — NMR (CDC 1 3 ) • 5 1. 23 (6H, d, J = 6. 9Hz), 3. 6 

4 (1H, m), 4. 20 ( 3 H, s), 7. 18 (1H, d, J = 8. 7Hz),^ 
7. 65 (1H, s), 8. 19 (2 H, s ), 8. 22 ( 1 H, dd, J=8. 

7, 2. 1Hz), 8. 88 (1H, d, J = 2. 1Hz), 9. 98 (1H, s). 

(5) N- [3, 5-R'^ (hy7/Ptn^f/!/) 7^ — /U] -2 — tKd^rv' 

-5-^77'fy /^7X7 ^ K 3 4 ) 
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5 — fV/f y/^-N- [3, 5-fc"* (Hj7/^n^f/l/) -2 

h ? F (143. 4mg, 0 . 33 mm o 1), 2, 4, 6 — ^ 

D'^y (3ml), (5 3. lmg, 0. 4 0mmo 1) 

^-ettffibfc 0 TO^^/vJSSr^fB^7K-egfe#-. &>fcfi£BH--by £A-e$£Ji 
f.ilWgitT ^77^^-( n 
— : ft|fe=n^/l/= 3 : 1) fill, ^|if/i//^y/ n ^x-7 
/K^aftlt, mmitl^<D&^ B B g (90. 3 mg, 6 5. 3%) £#fc e 
X H — NMR (DMSO— d 6 ) : S 1. 12 (6H, d, J = 6.9Hz), 3. 
6.6 ( 1 H, m), 7. 12 (1H, d, J = 8. 4 Hz), 7. 8 5 (1H, s ), 
8. 0 7 (1H, dd, J = 8 . 4, 2. 4Hz), 8.45 (1H, d, J = 2. 
4Hz), 8. 47 ( 2 H, s), 10. 93 ( 1 H, s), 11. 95 ( 1 H, b 
r s ). 

$13 5: 3 5 (Dlb'S-yvCOm & 

If, 4 — t; Yv^'y'i 'JZ7 # 1— Jk.X$2>, 5 — 

(by yjvirvi r~y 3/£jiii'T$j3 suite 

&mzmc o 

: 9 1 . 5 % 

1 H — NMR (DMSO-d 6 ) : 6 3.8 5 (3H, s), 7. 1 2 ( 1 H, d, 

J = 8. 4 H z ) , 7. 86 (1H, s), 8. 0 2 (1H, dd, J = 8. 7, 

2. 4 H z ), 8. 4 6-8. 4 7 (3H, m), 10. 96 ( 1 H, s), 12. 

0 3 (1H, b r s). 

[4- t: FndrW y7^M- 1 -y : \ 'J ^ —'t ;v • Jr?' - if • 

* yD'd'^X -i' (Journal of the Chemical Society) J, (^S), 1 9 

56 #s p. 3099-3107 0WC] 

$13 6 : 3 6 

N— [3, 5 — fc'Tt (by 37/1';^' n y ^;i/) -4-t 7 7 
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^ 7 ^; ;xg£ y 3 5,2. 8 5 g, 7 mm o 1 ) (O y 

y j — /V /^T h 7 t (l 4 m L + 1 4mL) 2 ^I,^zR Sfe'fb 

~r b V V ( 1 4 m L) 2 Bf PbWP fillet bfc Q £M. 

2 &j£JfiSfc ( 20 mL) ^Dtv Ifffl U7c:@&£Mu Ifcift 

UT. (2. 6 8 g , 9 7. 4%) £#fc 0 

X H — NMR (DMSO-d 6 ) : 5 7. 10 (1H, d, J = 8 . 7 Hz), 7. 

8 2 (1H, s), 7. 8 6 (1H, s), 8. 0 1 ( 1 H, dd, J = 8. 7, 
2. 4 H z ) , 8. 47 ( 2 H, s), 8. 48 ( 1 H, d, J = 2, 4Hz), 1 
0. 97 (1H, s), 11. 98 ( 1 H, b r s ) . 

£Jt-fr©||jffi^yjj:4oV'T^3 6<0#fei& s 3lfiJ£*bTV'S3§£\ tR§£ 

^ h y y £fc. .KJ£J§j 8 Efc bTfi. 

tK. y*/—/K 'K Kd 7 7 7i©fl?;¥3ifb< 

LTJBV'fCo 

M3 7 : ft7&«J##3 7 0>fc£-&©tJl3£ 

4 — t h*u y !7 ( 1 8 2 m g , 1 mm o 1 K 3 , 5 — tf* ( h V ~7 

jV^~x 2 y ^vy) 7-!)y (68 7mg, 3 mm o 1), -nlmi'fb y y ( 8 7 ju L J 1 
mmo 1). b-;ux.'s (lOmL) &JB V'T0S 3 t I^#(0»£?tV\ 
ijsfccO ( 1 5 1 m g , 2 5. 0 %) £#fc 0 

1 H— NMR (DMS O— d 6 ) : 5 7. 18 (1 H, d, J = 8 . 7Hz), 7. 

82 ( 1 H, s), 7 . 86 ( 1 H, s), 8 . 11 ( 1 H, dd, J= 8 . 7, 
2 . 4 H z ) , 8 . 50 ( 2 H, s), 8 . 54 (2H, s), 8 . 56 ( 1 H, d, 

J = 2 . 4 H z ) , 10. 79 (1H, s), 10. 99 ( 1 H, s), 11. 84 
(1H, b r s). 

M3 8 : {b^##3 8<Dfc&Q0<DW£ 

( 1 ) 4 [3, 5 -If* ( h y y/lofn y.5Vv) 7x = 

;V] ^77^7^'/^ y^7 'loc;*T7l' 

Tkit'fby- h y y a (6 0%;i. 0 4g, 2 6 mmo 1 ) (on, N-'yy^/wfc 
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5 K (lOOmL) iitlC, tMBT. N- [3, 5 - tfx ( Hi 37/1^- 
n y ^Vl') 37 SL — ?V~\ — 4 — t R P ^ i/'i y 37 $ y 5 yjlgj? y 9vV;nx fvl' (rffc 
3 5 ; 8. 1 5 g, 20 mm o 1) ON, N — i/y f-zl/^/UAT $ K ( 1 
0 0 m L) MUX 1 Wif# L7c 0 '^X-O'J^zfn % K (4. 

4 5 g, 2 6 mm o 1 ) ON, N — =?-?V'fcjVJ*T ^ K (lOmL) 

x, 6 6t^?3B#Mji#uto SrJkTkfcfcrt^ be 

•gfe:n^/v-CjfcaiLfc 0 

^S-f^tlOfi-fe®#: (5. 3 8 g , 5 4. 1%) £#fc 0 
1 H — NMR (DMSO— d 6 ) : 5 3. 8 7 (3H, s), 5. 3 3 (2H, s), 

7. 3 3-7. 3 6 ( 3 H, m), 7. 46 (1H, d, J = 8. 7Hz), 7. 

5 3 -7. 5 6 ( 2 H, m), 7. 82 ( 1 H, s), 8. 15 (1H, dd, J 

= 8. 7, 2. 1 H z ), 8. 25 ( 1 H, d, J = 2. 1Hz) 8. 28 ( 2 H, 
s), 10. 8 7 (1H, s). 

(2) 4 — N— [3, 5 — tf X ( h y 37/l/^-n y fvl') :7rt — 
>f y 37 y 7 5 f"®? 

IUN-£: LT, 4 -^<>'i7/k^-drv/-N- [ 3 , 5 - tf X 
37^=yv] ^y37^^^V^ y ^^yX7l^^V'T^|3 6 iP^O^^T 
V\ Si®{fc£«#fc 0 
JlX^ : 7 9 . 7 % 

X H — NMR (DMS O— d 6 ) : 8 5. 3 2 ( 2 H, s), 7. 32-7. 34 

( 3 H, m), 7. 43 (1H, d, J = 8. 7Hz), 7. 5 2-7. 5 6 (2 
H, m), 7. 81 (1H, s ), 8 . 12 ( 1 H, d d, J = 8. 7, 2. 1H 
z), 8. 22 (1H, d, J = 2 . 1Hz), 8. 28 ( 2 H, s), 10. 85 
(1 H, s), 1 3. 8 1 (1H, b r s). 

(3) 4— [ 3> 5 — fcf x (H)7/Ptn^f/V) 37 ^ 
—/I/] — N 1 , N 1 — S^y fvl~T 'J-7$)VT% K 
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[3, 5-t"^ (H) 7/^0^^) 7 4 

V 7 ^ 7 ^ l^Wt (2 4 2mg, 0. 50 mm o IK 'J 7 s ? m A''T 5 ✓'ImS&im (41 
mg, 0 . 50 mm oik b ]) VT ^ (51mg, 0. 50 mm o 1 ) <D 
Th7tKP77y ( 5 m L) 1- (3-^^7^/7’n 

\f;V) - 3 (£TF> WSC-HClti&t; 9 5 
rng, 0. 5 0 mm o 1 ) ’SrJD^ SE.-? 3 P#IE«#l>fc. 
fk L/c 0 g^ggic ^vHg tK. t&^P^^zkkJIl^gfc^K 

^7A^vF^77^- : WfWL^A^= 1 : 4) tfllt, MM 

( 1 6 5 m g , 6 4. 9%) 3r#fc 0 

1 H — NMR (DM S O — d 6 ) : 8 2 . 99 (6 H, s) 5. 29 (2 H, s), 

7. 3 2 — 7. 3 8 ( 4 H, m), 7. 5 2-7. 5 6 ( 2 H, m), 7. 64 (1 
H, dd, J = 8. 7, 2. 1 H z ) , 7. 73 ( 1 H, d, J = 2. 1Hz), 
7. 80 (1H, s), 8. 28 (2H, s), 10. 83 ( 1 H, s). 

]^F©llttiWkioV'T0!l3 8(3) Itft, 

fi)'^ hy Xf/P7 5: ttii, 

(4) N 3 - [3, 5 - tT* ( M) 7 )Vjrv*^)V) 7 rc =/U] -4-hf?n^ 
i/-N x , K (fl5^tt#f 3S) 

4 -^<y^/V^-^iz-N 3 - [3, 5-tr* ( h y 7/V^-cr 7 ^jV) 7 ^=.;V\ 
— N 1 , N 1 — '77 fvW '7 7 7 )V7 5 K (14 lmg, 0. 2 8 mm o 1 k 5% 
s <.=7 'y*7 (1 4 m gk S'— As (5ml), (5ml) M 

"n 1 ^Fl W tfc 0 D n 

M*ut\ d o em g , 91 . 2 %) &#fc 0 

1 H — NMR (DMSO— d 6 ): 5 2. 9 8 (6H, s), 7. 02 (1H, d, 

J = 8 . 7 H z ) , 7. 52 (1H, dd, J = 8. 7, 2. 1Hz), 7. 84 
(1H, s), 7. 95 (1H, d, J = 2 . 1Hz), 8. 46 (2H, s), 1 



148 




WO 03/103654 



PCT/JP03/07 119 



1. 10 (1H, b r s), 11. 63 (1H, brs). 

M 3 9 •• \ba 3 9 <D lb a- 

(1) 2 — N— [3, 5 — if y ( b D y n y fvi>) y ;n — 

;u] - 5 - ( t° ^ y i -#/urf=.su) s<yXT $ K 

Mat, 4-^^/M-*v'-N- [3, 5-tf* (hU 
^ yy$y $ ^ (M3 8 (2) 

M3 8 (3) mmib^m^mc. 0 

« : 5 6 . 4% 

'H-NMR (CDC 1 3 ) : 5 1. 53-1. 70 (6H, m), 3. 44 (2 

H, brs), 3. 70 (2H, brs), 5. 26 (2H, s), 7. 24 (1H, 
d, J = 8. 7 H z ) , 7. 26 ( 1 H, s), 7. 5 2-7. 5 8 ( 5 H, m), 
7. 66 ( 2 H, s), 7. 74 ( 1 H, d d , J = 8. 7, 2. 4Hz), 8. 
37 (1H, d, J = 2. 1Hz), 10. 27 (1H, s). 

(2) N— [3, 5 — if 7. (by 7/I/tn^f/l/) 7x-/k] — 2-t: 

-5- (t°^<y *Jls— 1 -yuV'tf—;]/) y<Z/X7^Y (ft^W^-3 9) 
I^at, [3, 5-tr* (Fy7^to^f^) 

—5— (t'^y 1 — % ;V7$=.;V) ^7^7 ^ KSr^V'TM 3 8 

( 4 ) mmit&m *ntc 0 

HX^ : 9 6. 3 % efegft: 

1 H-NMR (DM SO - d 6 ) : S 1. 51 (4H, brs), 1. 60-1. 
65 ( 2 H, m), 3. 47 (4H, brs), 7. 04 ( 1 H, d, J = 8. 4 
Hz), 7. 48 (1H, dd, J=8. 4, 2. 1Hz), 7. 85 (1H, s), 

7. 9 2 (1H, d, J = 2. 1Hz), 8. 46 ( 2 H, s), 10. 99 (1 
H, s), 11. 6 4 (1H, brs). 

M4 0 : ^^#^-4 0 (Dib'&tyi OMit 
(1) 2 ~'0''J/l'X*c'y- 5 - (4 — ^^vvl'fc'^y 5?^— 1 — ;&/l^n/V) 
-N- [3, 5 if X (Fy7/^n^f/l/) y ^=.;V~] ^yX7U’ 
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]§0fSf-£ IT, 4 — [3, 5-tf* (HJ7/Utn^f/U) 
7x=^]^y7?7^S (M3 8 (2) (Dik&m), R.TT-4-' 

8 (3) fcTO©JM££r?TV\ 

W : 7 6 . 7 % 

’H-NMR (CD 3 OD) : 5 1. 18-1. 38 (2H, m), 1. 67 (1 

H, b r s), 1. 7.4 (1H, brs), 1. 8 4-1. 9 3 (1H, m), 2. 
60 ( 2 H, d, J = 7. 2Hz), 2. 83 ( 1 H, brs), 3. 10 ( 1 H, 
brs), 3. 7 8 ( 1 H, brs), 4.59 {1H, brs), 5. 34 (2 H, 
s), 7. 15-7. 18 ( 3 H, m), 7. 2 4-7. 28 (2H,m), 7.4 
0-7. 46 ( 4 H, m), 7. 5 7- 7. 6 3 ( 3 H, m), 7. 65 ( 1 H, 
dd, J = 8. 7, 2. 4 H z ) , 7. 96 (2H, s), 8. 05 (1H, d, 

J = 2. 1Hz). 

(2) N- [3, 5 — tr* (hyy/V'tcyf/l/) 7x=/l/] — 2 — fcKn^V 

- 5 - (4 -' 1 -#A'jfc'=/l') K ({b^#-5§- 

4 0) 

it, 2 — 5 - (4 — 1 
n;l/) -N- [3, 5-tr^ (M)7/^tnyf/l/) 7 i-;P] ^2X7^ KSr 
^vNTfU3 8 (4) Mmik&wzmco 

« 5 4. 3% 

X H — NMR (DM S O — d 6 ) • 5 1. 0 8- 1. 2 2 (2H, m), 1. 59 
-1. 62 ( 2 H, m), 1. 7 7-1. 8 0 ( 1 H, m), 2. 50-2. 55 
( 2 H, m), 2. 87 (2H, brs), 3. 75 (1H, br), 4. 39 (1 
H, . b r ), 7. 06 (1H, d, J = 8. 4Hz), 7. 17-7. 2 0 (3H, 
m), 7. 28 ( 2 H, t, J = 7. 2Hz), 7. 49 (1H, dd, J = 8. 
4, 2. 1Hz), 7. 84 (1H, s), 7. 93 (1H, d, J = 2. 1Hz), 
8. 47 ( 2 H, s), 10. 89 ( 1 H, s), 11. 65 ( 1 H, s). 

094 1 : fc£“fe##4 1 
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(1) 2 — * 5 -^77^ /i"5£<6>$gl 

2-^.h^ri/— 5-^7 7 ^M>/x“ h (4. 9 1g, 2 0m 
mo 1) <D*5> J— )V (3 0 m L) 2 b V V (3 0 

mL, 6 0 mm o 1) ‘M.WlX 1 ^FhW^ bfc 0 

fcfctts ^rtUUfcS^^MLT. (4.- 5 5 g, 9 8. 

3%) %mc 0 

1 H — NMR (DMSO-d 6 ) : 8 3. 8 9 (3H, s), 7. 30 (1H, d, 

J = 8. 7Hz), 7. 32 ( 2 H, s), 7. 92 ( 1 H, dd, J = 8. 7, 
2. 7 H z ) , 8. 09 (1H, d, J = 2. 7Hz), 13. 03 (1H, br). 

(2) N— [3, 5 — fcf.x ( H7 yjV-fru 7 =f-)V) 7^=- jU] — 2—7 h $-' 7 — 
5-7/U7 7 K 

2-^ b^r7- 5-^/l/77^/^lfi,M3, 5 - tf X ( h 
!7 T^y ^?r^V'TF!ll 2 (3) £ tlMte 

J|X^ : 2 4 . 2 % 

1 H — NMR (DMSO— d 6 ) : S 3 . 9 7 ( 3 H, s ) , 7 . 3 8 ( 2 H, s ) , 

7. 3 9 (1H, d, J = 8 . 7 H z ), 7. 8 5 (1H, s ), 7. 9 6 (1H, 
dd, J = 8 . 7, 2. 4Hz), 8. 06 (1H, d, J = 2. 4Hz), 8. 

4 3 (2 H, s), 10. 8 7 ( 1 H, s). 

(3) N— [3, 5 — \?7 ( H y yjy^-u 7 = 3 -jv) 7 —5 — i/ 7 s f-jV 7 . 

)V7 7 XX JV-2 ~ 7 ^^7^7 XT % K 

N— [3, 5 — \?7 ( h y 77^^-D 7 =f-/V) 7 ^—}]/] — 2 — 7 b^ 7 — 5 — 7 
/V7 7^/^XT5K ( 4 4 2mg, 1: Ommo 1), Wf/P (7 1 0 
mg, 5. Ommo 1), ^y !)A ' (4 1 5mg, 3. Ommo 1), 7th 
-bV A* ( 1 0 mL) 3 Lfc 0 X^ 

mm^si'mZyK ma'kMfr-vffik.- 
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UTs IMMlka'ty J<£>&-feIlH£ (2 0 7 mg, 4 

4 . 1 %) 

'H-NMR (DMSO — d 6 ) : 8 2. 62 ( 6 H, s), 3. 9 9(3 H, s), 

7. 45 (1H, d, J = 9 . OH z ), 7. 85 (1H, s), 7. 91 ( 1 H, 
dd, J = 8 . 7, 2. 4 Hz), 7. 9 5 (1H, d, J = 2. 4Hz) 8. 4 
3 ( 2 H, s), 10. 9 0 (1H, s). 

(4) N- [3, 5-tfX 7*=^] -5-v 5 ^^-/^ 

;l/7 7^^“ 2-t 5 K 4 1) 

N— [3, 5 — If;* (Hl7/^n^f-/v) — 5 — v 5 ^ 

f-AsXjU7 7*e'(/l'- f^yXT^ R£fflV'TM3 4 (5) £ IrHH© 

ftfe£fTV\ «SMSr#fc 0 

J|5U£ : 4 5. 5% 

1 H-NMR (DMSO-d 6 ) : 5 2. 61 (6H, s), 7. 20 (1H, d, 

J = 8 . 7Hz), 7. 77 (1H, dd, J = 8. 7, 2. 1Hz), 7. 86 
(1H, s), 8. 14 (1H, d, J = 2 . 1Hz) 8. 45 (2H, s), 1 

1. 16 (1H, s), 12. 15 (1H, br). 

M4 2 : 2 

(1) N— [3, 5 — tf;* ( b !J —2—^ h^v'— 

5- (tfn — jv- 1 ,^yX7 5 K 

N— [3, 5 — tfX ( b y Vfls&utf-A') y^.=./V] — 2 — y b^'>— 5 — ^ 
;V:7 7 /K7X7 ^ K (#!l 4 1 ( 2 ) ; 4 4 2 m g , 1 mm o 1), 

2, 5-'J? h ^-'yy- h7tKn77^(159mg, 1. 2mmo 1 h (5 

mL) 2 MM«b/c 0 7kfc&tt> 

L/to i^g£^yvHi3:zk N b ^ IS 

3 : 2) «tT, (4 3 6. 5mg, 8 8. 6%) £ 
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H-NMR (DMS O— d 6 ) : 8 3. 9 6 ( 3 H, s), 6. 3 6 ( 2 H, d 

^ 4, 2. 1Hz), 7. 37 (2H, dd, J = 2. 4, 2. 1Hz), 

7. 42 (1H, d, J = 9. 0Hz), 7. 8 5 ( 1 H, s), 8. 80 (1H, 
dd, J ~ 9 • 0, 2. 4 H z ) 8. 18 ( 1 H, d, J = 2. 7Hz), 8. 3 
8 ( 2 H, s), 10. 9 2 (1H, s). 

(2) N— [3, 5 — tfx ( h ]) f-ju) 7xr:/p J — 2 — 

- 5 - (f n-yl— i ^ K (^'8'%#-^ 4 2) 

N- [3, 5-tfX _ 2 -^ ^ 

^'>-5- ^yX7'; F^V'TM3 4 (5) <t 

: 7 9. 4% 

‘H-NMR (DMS O — d 6 ) 8 6 ..., 3 6, (2 H, d d, J = 2. 4, 2. 1 

Hz), 7 . 18. ( 1 H, d , J = 9. . 0;,H z) 7. ,3 4 (2H, dd, J =• 2 . 

4, 2. 1Hz), 7. 8 6 (1H, s), 7. 9 9 (1H, dd, J = 9. o, 

2. 7Hz) 8. 31 (1H, d, J = 2 . 7Hz), 8. 42 (2H, s ), 1 

0. 98 (1H, s). 

#14 3 : >fb'8'^#-^4 3 <D\^mco % iif 

N- [3, 5-bfx ( MJ 7 jVfr a X =^)V) 7x=/i/] -2-tK 
n^y-5-xf D ^7X7^ F Gb^#-^ 8 ) £ffl^T#l3 8 (4) 

: 9 8 . 0 % 

‘H-NMR (DMS O— d 6 ) : 8 4 . 7 9 ( 2 H, b r s ), 6 . 7 6 ( 1 H, 

J — 1Hz), 6. 76 (1H, s), 7. 09 ( 1 H, dd, J = 2. 

1, 1. 2Hz), 7, 80 (1H, s), 8. 45 (2H, s), 10. 30 (l 
H, b r), 10.84 (1H, s). 

#14 4 : -fb^-#J#-^-4 4 
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MtlT, Rtf 3, 5 — t"X (H)7/>tn 

y 5vv) y wcfll 3 t |iafiS<Bjftfts£fTV\ MMik'k^W^o 

JR3* : 2 8. 8 % 

1 H — NMR (DM S O— d 6 ) =5 2.8 5 (6H, s), 6. 9 2 (1H, d, 

J = 9 . OHz), 7. 01 (1H, dd, J = 8. 7, 3. 0Hz), 7. 22 
(1H, d, J = 3 . 0Hz), 7. 84 ( 1 H, s), 8. 47 (2H, s), 1 
0. 62 (1H, s), 10. 83 (1H, s). 

«4 5:ftmt4 6 

5-T^y-N- [3, 5-tf* ( h y 7/M-ny fvW ^ 
m— A/] - 2 - t Kd ^'>^7X7 5 K" ({b-n 4 3 ; 3 6 4 m g , 1mm 

o 1), t"!)yy (9 5mg, 1. 2mmo 1), 7 F7t Fn777 (l OmL) 
c % 7lC?nTx ' < ls'S4 As 9 n y K ( 1 5 5 m g , 1. 1 mm o 1 ) 

x. N 1 Sfcife^ 

/vJSS:7k, »iiSr«JE 

W£DT#btl/fc3M£rv<y Jjy/Ujj? t3-r F7"77^f- (n— ^f*y : 

gfcBfe^?vrt'=4 : 1) -efflffiiLTv ( 1 2 1 m g , 2 5. 

7%) £#fc 0 

1 H — NMR (DM SO - d 6 ) : 5 7. 04 (1 H, d, J = 8. 7Hz), 7. 

51-7. 62 ( 3 H, m), 7. 81 (1H, dd, J = 8. 7, 2. 4Hz), 

7. 83 (1H, s), 7. 98 (2H, d, J = 7. 2Hz), 8. 22 (1H, 

d, J = 2 . 4 H z ) , 8. 49 ( 2 H, s), 10. 27 ( 1 H, s), 10. 8 

9 (1H, s), 11. 0 7 (1H, s). 

M4 6 : {t'g-gom-%-4 6 O-fb^ORat 

5-7^7-N- [3, 5 — If 7* (hy7/^n7f/V) T 7 ^.— /!/] — 2 — fc K 
n^i/^yXT ^ K 4 3; 100. 2mg, 0. 28 mm o 1 ) <D 

T ± h-hVsl' (4ml) mmz.' ( 3 m g ) , 7:n 

— /W y V7*— h (3 0 ii L, 0. 2 8 mm o 1 ) 6 0*07? 5£fs1^ 
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WLtc a m, 

;Vjj =7 n-=r Y^'jy ^ v 1:1) 

( 54 . 8 mg, 41 . 2 %) £#/ Co 

1 H — NMR (DMS O— d 6 ) : 5 6. 93 — 6. 98 ( 1 H, m), 6. 97 

(1H, d, J = 9. 3 H z ) ,7. 27 (2H, t, J = 7. 8Hz), 7. 3 
4 — 7. 46 (2H, m), 7. 50 ( 1 H, dd, J = 9. 0, 2. 4Hz), 
7. 83 (1H, s), 7. 88 (1H, s), 8. 47 (2H, s ), 8. 56 (l 
H, s), 8. 63 (1H, s), 10. 87 ( 1 H, s), 10. 89 ( 1 H, s). 
ffl 4 7 : 4 7 

5— T 5. / — N— [3, 5 — t"JX (H)7/V^P^f/l/) 7x^/1/] 

-2-t Kn^yXT'; K 4 3), M7xr/K7f ti/7^ 

- h£ffl^-c#i4 6 
IW : 6 6 . 3 % 

1 H — NMR (DMS O— d 6 ) : 5 7. 0 0 ( 1 H, d, J = 8. 4Hz), 7. 

13 (1H, tt, J = 7 . 5, 1. 2Hz) ,7. 34 (2 H, t, J = 7. 8 
Hz), 7. 45 — 7. 51 (3H, m), 7. 84 ( 1 H, s), 7. 87 ( 1 H, 
d, J = 2. 7Hz), 8. 47 (2H, s), 9. 65 ( 1 H, s), 9. 74 (l 
H, s), 10. 84 (1H, s), 11. 32 (1H, s). 

$1 4 8 : 4 8 

J^5fSf<bLT > 5- [(4-= Fn7x^/V) f- y $X*3, 5 

r-y ^zm^xm mm 

{k^ti£#/c 0 

W : 1 1 . 3 % 

1 H — NMR (DMS O— d 6 ) : S 7. 23 (1H, d, J = 9. 0Hz), 7. 
87 (1H, s),8. 06 ( 2 H, d, J = 9. 0Hz), 8. 10 (1H, d 
d, J = 9. 0, 2. 4 H z ) , 8. 44 (2H, d, J = 9. 0Hz), 8, 5 
0 ( 2 H, s), 8. 53 (1H, d, J = 2. 4Hz), 11. 13 ( 1 H, s), 
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12.14 (1H, b r ). 

M4 9 : 9 

WMtVX, 5 - ^/17 7^/V] 7*=/W v= 

Xir—ylO R&3, 5 -If* T~ y 

V'TW3 - 

J&^ : 7 . 9 % 

“H-NMR (DMS O— d 6 ) : 5 6. 87 (1 H, t, J = 6. 0Hz), 7. 

22 (1H, d, J = 8 . 7Hz), 7. 21-7. 23 ( 1 H, . m), 7. 77 
(1H, t, J = 8 . 4Hz), 7. 87 ( 1 H, s), 7. 9 5-7. 9 8 (3 
H, m), 8. 0 3 — 8. 0 7 (4H, m), 8. 47 ( 1 H, d, J = 2. 4H 
z), 8. 49 ( 2 H, s), 11. 14 ( 1 H, s), 12. 03 (1H, br). 
m 5 0 : 5 0 <Dfc&%KDW& 

(1) 4-7tW';7-5-7nn-2-7 

4-7tf/H5 7-5-7DP-2-^ * ’T’A' 

3L7.v-jv$:m'xm3 6 uMtt&y&Wfc.* 

: 8 8 . 0 % 

1 H — NMR (DMS O— d 6 ) : 5 2. 16 (3H, s), 3. 78 (3H, s), 

7. 72 (1H, s), 7. 77 (1H, s), 9. 57 ( 1 H, s), 12. 74- 
(1H, s). 

(2) 4-7tW?/-N- [3, 5 — If* 
yu] -5-^ncz-2-^ h^7X75 K 

JgUjSj-i tt>4-7tf^7 5 /-5-^nn- 2-y h # S'SfcJ&Sik K.T* 3 , 

5 — tf * ( h y fvv) 7 — y >'£:fflV'’t$ll 2 (3) t 

frv\ 

: 2 3 . 8 % 

X H — NMR (DMS O— d 6 ) : 5 2 . 17 (3H, s), 3. 8 9 (3H, s), 

7. 77-7. 82 (3H, m), 8. 45-8. 49 (2H, m), 9. 66 (l 
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H, s), 1 0. 6 8 (1 H, s). 

(3) 4-T-fe5Vl^7?/-N- [3, 5 — fc"* ( F !1 7/^n ^ f /!/) — 

/U] - 5-^op-2-tKB^yX7U' (Mf^5 0) 

HUN-t It, 4-Ti?9vV7 5y-N- [3, 5 -If* (M)7/VtP^f/V) 
7s=/v] -5-7 pp- 2-^ KlrJV'T^j3 4 (5) t H 

«©ifcf£&f frv\ 

: 7 2 . 8 % 

'H-NMR (DM S O— d 6 ) : 8 2 . 1 7 (3H, s ), 7. 7 5 ( 1 H, s ), 

7. 82 (1H, s), 7. 95 ( 1 H, s), 8. 44 (2H, s), 9. 45.(1 
H, s), 11. 16 (1H, brs), 11. 63 (1H, brs). 

m 5 1 : 5 1 

IT, 4-7nof!)f^i, Rib 3, 5 — tf* (M)7/^n^f/V) 

T^y y&ffivvt09 3i^I«^V\ 

JftSp : 5 5 . 8 % 

1 H — NMR (DM S O — d 6 ) : 5 7. 0 5-7. 0 8 (2H, m), 7. 8 4 

-7.87 ( 2 H, in), 8. 45 (2H, s), 10. 84 (1H, s) 11. 

6 4 (1H, brs). 

09 5 2 : 5 2 ©fl7&#©iM6 

UCV 6-fc Kp^-S/ 1 by 7-/^ &tf3, 5 — fcf* (by Z7/l^n^ 
T=y ^&fflV'T09 3 91®(fc^£#fc 0 

W : 8 6. 9% t 

1 H— NMR (DMSO— d 6 ) : 8 6. 3 6 (2H,d,J = 8. 4Hz), 7. 

13 (1H, t, J = 8. 4Hz) , 7. 7 9 ( 1 H, s) , 8. 3 8 (2H, s) , 
11.40 (2 H, brs), 11. 96 (1H, brs). 

09 5 3 : 5 3 ©^«l©S45fi 

4-^ Wyf/Vi, M3, 5-tf* (M)7/^n^f/V) 

r=y 7^v't0i3 
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i&ip : 4 2 . 9 % 

1 H — NMR (DMSO-dJ =5 2.3 2 (3H, s) 6 . 8 2 ( 1 H, d, 

J = 6 . 6 Hz) 6 . 84 ( 1 H, s) 7. 83 (1H, s) 7. 84 (1H, 
d, J = 8 . 5 H z ) 8 . 47 (2 H, s) 10. 76 ( 1 H, s) 11. 44 

( 1 H, s). 

#15 4: 5 4 

5 — zfu^e— 4 — t y 5 — if* ( M> 

JlX^ : 8 2 . 4 % 

iH-NMR (CDC 1 3 ) : 5 5. 89 (1H, s) 6 . 70 (1H, s) 7. 

6 9 ( 2 H, s) 7. 9 5 (1H, s) 8 . 12 ( 2 H, s) 11. 6 2 ( 1 H, 

s ). 

#J 5 5 : it'a 1 $>#-§• 5 5 (Dit'a" 

WMt Lt, 4 -t Rtf 3, 5 -If* (h';7/utn^f 

y v) x-y 's&m\t'XM3 
: 2 9.9% 

'H-NMR (DMS o- d 6 ) : 5 6 . 3 7 (1 H, d, J = 2. 5Hz), 6 . 

42 ( 1 H, d d, J= 8 . 8 , 2. '5Hz), 7. 81 ( 1 H, s), 7. 86 

(1H, d, J = 8 . 5 H z ) , 8 . 44 ( 2 H, s), 10. 31 ( 1 H, s), 

10. 60 ( 1 H, s), 11. 77 ( 1 H, s). 

#J56: 5 6 ©-ffrg*4fc©R3i 

WMt LX, 3, 5 -^naf'Jf/V®, RXf3, 5 - If * (H'7/Vtn^ 

X/v) T=-!) t 

: 4 4 . 8 % 

1 H-NMR (DMSO-d 6 ) : 5 7. 85 (1H, d, J = 2. 5Hz), 7. 

91 ( 1 H, s), 8 . 01 ( 1 H, d, J = 2 . 5Hz), 8 . 42 (2H, s), 

11 . 10 ( 1 H, s). 
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m 5 7 : 5 7 (Dit'S-momfe 

Lt, 3 -fc F'ndrv'lHj ~BlXF3 , 5 - fcf* 
ylx) T- y ^£rJiV'-C0ij3 t 
jRsfs : 2 2 . 7 % 

'H-NMR (DMS O — d 6 ) : 5 6. 81 (1H, t , J = 8. 0Hz), 7. 

01 (1H, dd, J = 8 . 0, 1. 5Hz), 7. 35 (1H, dd, J = 8. 
0, 1. 5 H z ) , 7. 84 (1H, s), 8. 46 (2H, s), 9. 56 (1H, 
s), 10. 79 (1H, s), 10. 90 (1H, brs). 
m 5 8 : 5 8 

Mibt, 3-^fWf/ii, &tf3, 5-fc"^ (M)7/ltD^f/H 
T~y ^?:ffiV^-C^J3 Mib^Sr^fco 

JRSg : 5 4 i 9 % 

1 H — NMR (DMS O— d 6 ) : 5 2. 22 (3H, s), 6. 9 4 ( 1 H, t, 

J = 7 . 4Hz), 7. 42 (1H, d, J = 7. 4Hz), 7. 84-7. 85 

(2H, m), 8. 47 (2H, s), 10. 87 (1H, s), 11. 87 (1H, 

s ) . 

M5 9 : ^^#-§-5 9 (D\\L^%(OW-& 

W-ffib Lt, 3-^ RUS, 5-tr^ (f!)7/^n^f/k) 

T=- y 7^V'T^J3 tlM'fb-a-^^tfco 

: 3 4 . 6 % 

1 H — NMR (DMS O— d 6 ) : S 3. 85 (3H, s), 6. 94 (1H, t, 

J = 8 . 0Hz), 7. 20 (1H, dd, J = 8. 0, 1. 4Hz), 7. 44 

(1H, dd, J = 8. 0, 1. 4 H z ), 7. 8 4 ( 1 H, s), 8. 45 (2 

H, s), 10. 82 (1H, s), 10. 94 ( 1 H, brs). 

W 6 0 : fb^#-^ 6 0 

It, 5- [(1, 1, 3, 3-Tb7^f/H ] -y-y^-/^^:^ 

3, 5-tf* (h y y;virvi^^-;v) T—V 
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mmik&mzmco 

JR$ : 6 4 . 2 % 

1 H — NMR (DM S O — d 6 ) : 5 0. 70 (9 H, s), 1. 35 (6H, s), 

1. 72 ( 2 H, s), 6. 95 ( 1 H, d, J = 8. 4Hz), 7. 50 (1H, 

dd, J = 8 . 0, 2. 1Hz), 7. 83 (1H, s), 7. 84 ( 1 H, d, 

J = 2 . 1 H z ) , 8. 46 (1H, s), 10. 77 (1H, s), 11. 20 (1 
H, s). 

ffl 6 1 : 6 1 

JSJR-tb-C. 3, 5, 6-hy^onf5f;Hl x &tf3, 5 - tT * 

y i (fc £r#/c 0 

: 2 6 . 2 % 

‘H-NMR (DMSO— d 6 ):5 7. 88 (1H, s), 7. 93 (1H, s), 

8. 3 3 (2H, s), 10. 8 8 (1H, s), 11. 3 6 ( 1 H, s). 

#ij 6 2 : 6 2 J©»ai 

Mi Lt, 3, 5 — [(1, RZP3, 

5-tf^ ( h V yflsHrxi T=- V 3 SI 

W : 6 5. 0% 

‘H-NMR (DMS O — d 6 ) : 8 1.34 ( 9 H, s), 1.40 (9H, s), 

7. 49 (1H, d, J = 2 . 2 H z ) , 7. 82 ( 1 H, d, J = 2. 2Hz), 
7. 91 (1H, s), 8. 40 ( 2 H, s), 10. 82 ( 1 H, s), 12. 4 
4 ( 1 H, s ) . 
m 6 3 : 6 3 

MiLX. 6 - 7/^Dty fvUt RXI3, 5-tf* ( h V 

7— y 3 ^fS{b-n'^£:#fc 0 

iRJp : 3 5 . 9 % 

‘H-NMR (DMSO-d 8 ) :5 6. 73 — 6. 82 (2 H, m), 7. 32 
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(1H, ddd, J = l. 4, 8. 5, 15. 3Hz), 7. 83 (1H, s), 

8. 39 ( 2 H, s), 10. 50 ( 1 H, d, J = l. 4Hz), 11. 11 (l 
H, s). 

#!J6 4 : 4 

3-^nnf!)f/H| v RV3, 5-tr* (h!)7/^n^f^) 

T-y 

: 6 1 . 3 % 

1 H — NMR (DMSO— d 6 ) : 6 7. 0 5 ( 1 H, dd, J = 7. 6, 8. 
0Hz),-7. 69 (1H, dd, J = l. 4, 13. 3Hz), 7. 90 (1H, 
s), 7. 93 (1H, dd, J = l. 4, 8. 0Hz), 8. 44 (2H, s), 
11. 0 1 (1H, s), 11. 9 2 (1H, br. s). 

0(J 6 5- 6 5 

jos#* u-c. 4 h^-y- y s.^3 , 5 - ( b y ^vvo 

JR2(S : 1 4 . 2 % 

X H — NMR (DMSO— d 6 ) : 6 3. 8 1 (3H, s), 6. 54 (1H, d, 

J = 2 . 5Hz), 6. 61 (1H, dd, J = 2. 5, 8. 8Hz), 7. 83 
(1H, s), 7. 95 (1H, d, J = 8 . 8Hz), 8. 45 ( 2 H, s), 1 
0. 6 9 (1H, s), 11. 8 9 (1H, s). 

6 6 : 6 6 (Dfa&VoOWk 

Wfflb IT, 6 -* h^iz-y-y ^y^ &tf3, 5-d^ (MJ7/Vtn^f;l/) 
J&4S : 6 3 . 1 % 

1 H — NMR (DMSO — d 6 ) : 5 3. 2 4 (3H, s), 6. 03 (1H, d, 

J = 8. 0Hz), 6. 05 (1H, d, J = 8. 5Hz), 6. 71 ( 1 H, d 
d, J = 8 . 2, 8. 5Hz), 7. 25 ( 1 H, s), 7. 88 ( 2 H, s), 9. 

6 7 (1H, s), 10. 3 1 (1H, s) 
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$J 6 7 : {b-£~fe#-S§- 6 7 CO\\^%(Om 

gfti Lt, '5-7 5/-N- [3, 5-t"^ ( h ]) 7x=; k] 

-2- t Kn=*v~<^X'T? K (ffc£-$l#-§- 4 3 ) , RXft ? yy;Vi£=-)Vy n y 
KlrfflV'TflM 5 
W :22.6% 

1 H— NMR (DMSO— d 6 ):5 2. 93 (3 H, s ), 7 . 02 (1H, d , 

J = 8 . 4Hz), 7. 31 (1H, dd, J = 8. 4, 2. 7Hz), 7. 68 
(1H, d, J = 2 . 7Hz), 7. 83 ( 1 H, s), 8. 46 (2H, s), 9. 
48 (1H, s), 10. 85 (1H, s), 11. 15 ( 1 H, s). 

$i6 8 • i 6 8 

5-75/— N- [3, 5 — fcf* (b!J7/Vtn/f/l/) y 

- 2 - t Kn^;/^yX7 5 K (Ib-^#-^ 4 3 ) , * 

y K£r)iV'-C$|4 5 t Pitl&i&f££rfrV\ 

J&ip : 4 5. 3% 

'H-NMR (DMSO — d 6 ) : 5 6. 89 (1H, d, J = 8. 7Hz), 7. 
10 (1H, dd, J = 8 . 7, 2. 7Hz), 7. 51-7. 64 (4H, m), 
7. 68-7. 71 ( 2 H, m), 7. 81 ( 1 H, s), 8. 42 (2H, s), 
10. 03 (1H, s), 10. 87 (1H, s), 11. 13 (1H, brs). 

$16 9: 6 9 

gfitlT, 5-7 5/-N- [3, 5- If* (M)7/VtD/f/U) 7x=/l/] 

— 2 — t Ko^7X7 5 K (ft^to##4 3) v &tf71zfvi^n y K&JBV' 

T$1 4 5 £ 

JR$ : 4 4 . 8 % 

1 H-NMR (DMSO - d 6 ) : 5 2. 02 (3H, s), 6. 97 (1H, d, 

J = 8 . 7 H z ) , 7. 61 (1H, dd, J = 8. 7, 2. 7Hz), 7. 82 
(1H, s), 7. 99 (1H, d, J = 2 . 7Hz), 8. 46 (2H, s), 9. 
90 (1H, s), 10. 85 (1H, s), 10. 94 ( 1 H, s). 
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m 7 0: 7 0 (DltS-tyKDmm: 

N- [3, 5 - (MJ7 /i/^n^f/^) y=c.=./V] - 2 h 5 

/V7 7^/^>X7$ K (094 1 (2) O'fb-a^) £fflV'T#|3 4 (5) £ m 

i&sp : 5 9 . 9 % 

1 H — NMR (DMSO - d 6 ) : 8 7. 17 (1H, d, J = 8. 7Hz), 7. 

31 ( 2 H, s), 7. 85 (1H, s), 7. 86 ( 1 H, dd, J = 8. 4, 
2. 4 H z ) , 8. 26 (1H, d, J = 2. 7Hz), 8. 47 (2H, s), 1 
0. 9 5 (1 H, s ), 1 1. 9 0 (1 H, s). 
m 7 1 : 7 1 

1-k Yn^-i/'Ty^ V's- 2-^JjV^.lym., RXI3, 5 - ( h 

v fvv) r=- y >&m v'-c#j 3 1 

tc 0 

J|X^ : 6 5. 5% 

1 H — NMR (DMS O— d 6 ) : 8 7. 5 1 ( 1 H, d, J = 9. 0Hz), 7. 

60 (1H, t d, J = 7 . 8, 0. 9Ez), 7. 70 ( 1 H, td, J = 7. 
8, 0. 9Hz), 7. 89 ( 1 H, s), 7. 93 ( 1 H, d, J = 8. 4Hz), 
8. 0 9 (1H, d, J = 9 . 0Hz), 8. 3 3 (1H, d, J = 8. 7Hz), 
8. 51 ( 2 H, s), 10. 92 (1H, s), 13. 36 (1H, s). 
m 7 2 : 7 2 

Lt, 3-fc 2 - # ym, Rtf 3 , 5-e'y (h 

y7/^B^f^) r=-v y^m^xm3 r# 

tc o 

«:4 6. 9% 

1 H — NMR (DMS O— d 6 ) : 5 7. 36-7. 41 (2H, m), 7. 50 

-7. 55 (1H, m), 7. 79 ( 1 H, d, J = 8. 2Hz), 7. 85 (1 
H, d, J = 0 . 6Hz), 7. 96 (1H, d, J = 8. 0Hz), 8. 51 (2 
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H, s), 10. 9 8 (1H, s), 11. 0 5 (1H, s). 
m 7 3 : ft 7 3 (Dit^¥o(OW&. 

ut, 5 — \?7* ( h 

y ;*^vV) T— y ^£J£V'-C#|3 £|SI#©iftf££:frV\ ^M'fb'g'$33r# 

fco 

llX^ : 3 0 . 2 % 

1 H — NMR (DMS O— d 6 ) : 8 7. 2 7 (1H, d, J = 8. 8Hz), 7. 

3 2-7. 3 8 (1H, m), 7. 4 5-7. 5 0 (1H, m), 7. 72 ( 1 H, 
d, J = 8 . 5Hz), 7. 82 — 7. 93 (3H, m), 8. 5 0 (1H, s), 
10. 28 (1H, s), 11. 07 (1H, brs). 

M 7 4 : 7 4 0>ft£-«l©SjS 

(1) 4— yn^e— 3 — fc 2— jfr/W^Vife 

4-7"n^e-3-t F'P ;3 f">ft7xy- 2 — ^ 

( 5 0 0 m g , 2 . 1 mm o 1 ) , TklH tii~ (261mg, 6. 3 mm o 

1) COS S S' — A'/ zR (2. 5mL + 2. 5m L) 2 L 

fc 0 2M^tpH5:liU tt^ (5 

OmL) T'%^bfc 0 &*?ifEgW- 

h y pAVft&L tc 0 m&ZU. jET®*bT. ««ft*&fttf>fNB&l^ (3 2 6 
mg, 69. 4 % j 

1 H — NMR (CDC 1 3 ) : 5 4. 05 (1 H, brs), 7. 40 (1H, s). 

( 2 ) 4 — :/n^-— 3 — t Ko^r'V-N- [3 , 5 — ifS ( h V 7 frSrv S ^SS) 

7x=-/l'] fi-7i7- 2 — 5; K (ft a"^#^ 7 4) 

UT, 4 -/d- E~ 3 — t Kn^v'ft7iy- 2 — 3 , 

5 — \fs (M)7/itn^f/y) T=y IS 

Mft£4&4r#fc. 

JR¥ : 8 2 . 4 % 

X H — NMR (CDC1 3 ): fi 7. 42 (1H, s), 7. 67 (1H, brs), 



164 




WO 03/103654 



PCT/JP03/07119 



7. 78 (1H, brs), 8. 11 (2H, s), 9. 91 (1H, brs). 
m 7 5 : 7 5 

5-^BD-2-t (1 7 4mg, 1 mm o 1 ) N 3, 5 - tf 

*( b y ^vu)T=y > (2 7 5 m g , 1 . 2 mm o 1 ), tf!) (3 

1 6 m g , 4 mm o 1 ) Of hft >^77 's/'J? uxi (2 0 mL + 1 

OmL) tt-MSLfcV y (0. 112 ml, 1. 2 mmol) 

(10 OmL) RXfiO. 2M 
(10 OmL) tdfclt, 3 05)FIS#, bitiiU jfcjg&gl&rc^yi/ 

“Ctttfcjbfco y' 

b^77^“ (n-^dfib^ : 2 : 1^1 : l) TflSL — 

^M^'o'#10 6'£J£bb (1 8 3 mg, 4 7.6%) £#7 fc. . 

Sfc/£ : > 2 7 0 °C 

1 H — NMR (DMS O— d 6 ) : 6 7. 83 (1H, s), 8. 15 (1H, d, 

J = 3. 3Hz), 8. 36 (1H, d, J = 3. 0Hz), 8. 40 (2H, s), 

1 2. 4 3 (1 H, s). 

t lx \ t s LTft. t°y ^:/£)Ei'fc 0 

Mibfrtt, =t b7 1 \'*v77i/m<Dm& : £m& 

^L<tt^LTffiV'fc 0 
M 7 6 : 7 6 ©^to03R3fi 

Milt, 3-t Fn^'>t , y^V-2-^77W7i?^^ 3tt*3, 5-fc"X (b 

y y/y^-ay^/L) 7=py.S:IV't«7 5i:^io^^v\ 

#fc„ 

um ■ 4 5 . 0 % 

'H — NMR (CDC 1 3 ) : 5 7. 40 (,1 H, dd, J = 8. 4, 1. 8H 

z), 7. 46 (1H, dd, J = 8. 4, 4. 2Hz), 7. 68 (1H, s), 
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8. 16 (1H, dd, J = 4 . 2, 1. 2Hz), 8. 25 (2H, s), 10. 
24 (1H, s), 11. 4 2 (1H, s). 

$1 7 7 : 7 7 

3, 5-tf^ 7x=/K>'v'7^ w -f' (2 5 5mg, 1. 

0 mm o 1 ) Of F7tFn77^ (5mL) 6 — 

(1 8 4mg, 1. 1 mm o 1 ) Or('7tKo77 
^ (5ml) (0. 3 m L) Sr;bD;t. £i&-C 4 

Lfc 0 RjCa^Sr#4SifeU:S>*tV Ufc. ftSfe^^JiSrTkx 

»JSESrWE«*UT 

nbfltcB^^V Xff/UjjyJ*? nv Y^fyV A'- (n-^^rf-^ : 

/U=4 : 1) X^MYX. (17 2. 2m g, 4 0. 7%) 

£#7c 0 

'H-NMR (DMSO-d 6 ) : § 3. 9 7 ( 2 H, s), 7. 2 9 ( 1 H, d 

d, J = 8. 1, 2. 1Hz), 7. 4 1 (1H, d, J=8. 1Hz), 7. 8 

8 (1H, $), 8. 04 (1H, d, J = 2. 1Hz), 8. 38 (2H, s), 
10. 9 3 (1 H, s). 

$17 8: ^^##7 8©{b^©Sa5S 

l 

WrAt tt> 3, 5 — if ^ & 

15^*4 W V F— /I'fcJBV'Tfcl 7 7 p3«©lfcfF£fTV\ 

JR^ : 4 4 . 8 % 

1 H — NMR (DMS O — d 6 ) : 5 3. 98 (2H, s), 7. 22 (1H, t 

d, J = 7 . 8, 1. 2Hz), 7. 3 3-7. 4 0 (2H, m), 7. 87 (1 

H, s), 8. 02 (1H, d, J = 7 . 8Hz), 8. 38 ( 2 H, s), 11. 
0 0 (1 H, s). 

$17 9: 9 

bt\ 3, 5-tf^ ( h y y ^.=-)Vy{ y'yT^—V, R 

T35-fuus>r*i/'OY-;i'*m\<'XM7 7 £ ^«©gtf£$r?fv\ 
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W : 31. 1 % 

1 H — NMR (DMSO— d 6 ) : 8 3 . 9 9 ( 2 H, s ), 7 . 4 1 ( 1 H, d 

d, J = 8 . 7, 2. 4Hz), .7. 47 ( 1 H, d, J = 2. 1Hz), 7. 8 

7 (1H, s), 8. 01 (1H, d, J = 8 . 4Hz), 8. 38 (2H, s), 

10. 9 3 (1H, S'). 
i8 0 : te'£^#-5§- 8 0 <D\ 

3- t M3, 5 - fc"* 

£#/c 0 . 

IRS* • 2 . 7 % 

1 H — NMR (DMSO - d 6 ) : 5 7. 4 0- 7. 4 5 (2 H, m), 7 . 69 

(1H, td, J = 8 . 4, 1. 5 Hz), 7. 9 0-7. 9 3 (2H, m) , 8. 
41 ( 2 H, s), 11. 64 (1H, s), 13. 02 ( 1 H, s). 

m 8 1 : ^^#-^-8 1 

M tit, 5-7nnf!) TrUgl, 2 , 5 - fc" * ( h ]) 7/U^tu 7 J-jv) 

r-y 

: 3. 6% 

X H — NMR (CDC 1 3 ) : 5 7. 0 3 (1 H, d, J = 8. 7 Hz), 7.4 

3-7. 48 ( 2 H, m), 6. 61 ( 1 H, d, J = 8. 1Hz), 7. 85 (l 

H, d, J = 8 . 4 H z ), 8. 36 ( 1 H, brs), 8. 60 ( 1 H, s), 1 

I. 3 1 (1H, s). 

m 8 2 : 8 2 

LT, N— [2, 5 — tr* ( h y y/Virn ^=f-;v) 7 aL=^)V] —5 — 7 X 2 
n - 2-fc K (fc£“4&##8 1). xx y K&Jg 

W • 6 . 6 % 
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1 H — NMR (CD C 1 3 ) • 8 2. 35 ( 3 H, s), 7. 17 (1H, d, J 

= 8. 7Hz) ,7. 54 (1H, dd, J = 8 . 7, 2. 4Hz), 7. 55 (1 
H, d, J = 8 . 1Hz), 7. 80 (1H, d, J = 8. 1Hz), 7. 95 (l 
H, d, J = 2 . 4 H z ) , 8. 60 ( 1 H, s), 8. 73 ( 1 H, s). 

#!i 8 3 : ■fb'n 8 3 

.jjp MtLX, RXI2, 5-fc"^ (Fy7/^P/f/U) 

X— y >tr^V'T#J3 ^M'fb'a^£r#fc 0 

JW : 2 4 . 0 % 

‘H-NMR (DMS o- d 6 ) : 6 7. 0 3 (1 H, d, J = 8. 7Hz), 7. 

65 (1H, dd, J = 8 . 7, 2. 7Hz), 7. 76 (1H, d, J=8. 4 
Hz), 8. 03 (1H, d , J = 8 . 1Hz) 8. 11 (lH,d, J = 2. 7 
Hz), 8. 74 (1H, s), 11. 02 ( 1 H, s), 12. 3 4 ( 1 H, s). 
m 8 4 : 8 4 

Lt, 5-^f-^f-y^/^s &tf2, 5-tfX (Fy7/^n^f/V) 
T~y 3 <b ^SMlba'^&r#^ 

JRJfc : 1 . 5 % 

1 H — NMR (C D C 1 3 ) • 8 2. 36 (3H, s), 6. 97 (1H, d, J 

= 8 . 4 H z ) , 7. 23 (1H, s), 7. 32 ( 1 H, dd, J = 8. 4, 1. 
5Hz), 7. 57 (1H, d, J = 8. 4Hz), 7. 83 (1H, d, J = 8. 
4Hz), 8. 46 (1H, s), 8. 6 9(1 H, s), 11. 19 (1H, s). 

8 5 : 8 5 

Mi It, 5-7DPty« W3-7/VtP-5- (I'y^P^ 
=f-;v) 7=- y 3 <b liM^b-c^?:#^ 

: 6 2 . 0 % 

1 H— NMR (DMS O — d 6 ) : 5 7. 04 (1H, d, J = 8. 7Hz), 7. 

42 (1H, d, J = 8 . 4 H z ) , 7. 4 8 (1H, dd, J = 9. 0, 3. 0 
Hz), 7. 85 (1H, d, J = 2 . 4Hz), 7. 94 (1H, dd, J = 1 
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1. 4, 2. 1 H z ) , 7. 99 (1H, s), 10. 73 (1H, s), 11. 4 
6 (1H, s). 

#18 6: -£-#>#-£§- 8 6 (Dik'g-tyKDMJs: 

Wfflb tt, 5 — -?vugt' RXI3 -yti=e— 5 - 

A') T= y WC#J 3 t 

J|Jl$ : 7 3 . 3 % 

1 H — NMR (DM S O — d 6 ) : 5 6. 99(1 H, d, J = 9. 0Hz), 7. 

60 (1H, dd, J = 9 . 0, 2. 4Hz), 7. 72 (1H, s), 7. 97 
(1H, d, J = 2. 7 H z ) , 8. 16 (1H, s), 8. 28 ( 1 H, s), 1 
0. 6 9 (1 H, s), 11. 4 5 ( 1 H, s). 

M8 7 7 <D{k&Ql<D9m 

Mitt, 5—^uu^V’f-^Wty Rtf 2 -7/Ufrvx - 5 - ( HJ 37/1^ 0 

T=y 3 S«fl:^Sr#fc 0 

: 7 7 . 9 % 

'H — NMR (DMS O— d 6 ) : 8 7. 07 (1 H, d, J = 9. 0 Hz), 7. 

52 (1H, dd, J = 9 . 0, 2. 7Hz), 7. 58-7. 61 (2H, m), 

7. 95 (1H, d, J = 2 . 7Hz), 8. 71 ( 1 H, d, J = 7. 5Hz), 
10.90 (1H, s), 12. 23 (1H, s). 

M8 8 : {£&&&■& 8 8<Dfc&Qj(Dmk 

W-fflb It, 5 — $ n n-y- ]) Jk_T$ 2-7dp- 5- (MJ7/Wtn7f 

,k) T=y 

M : 4 9 . 1 % 

1 H — NMR (DMS O— d 6 ) : 8 7. 09 (1 H, d, J = 9. 0Hz), 7. 

53 (1H, dd, J = 9 . 0, 3. 0Hz), 7. 5 5 ( 1 H, dd, J = 8. 

4, 2. 7Hz), 7. 83 ( 1 H, d, J = 8. 4Hz), 7. 98 ( 1 H, d, 

J — 3 . 0Hz), 8. 88 (1H, d, J=2. 7Hz), 11. 14 (1H, 
s), 12. 3 9 (1H, s). 
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M 8 9 : 8 9 »36 

5-^np-N- [2-^np — 5— (b V 
=/W] - 2 - t KD 5; K 8 8), o y K 

&fflV'-C0!!5 £ I^K©SM£&?fv\ ^M'fb-a-^^r^fco 



JR4S : 34. 0 % 



1 H — NMR (CD C 1 3 ) : 5 2. 3 9 (3 H, s 


), 


7.16 


(1H, d, . 


= 8. 7Hz) ,7. 


37 (1H, ddd, J = 8. 


7, 


2. 4, 


0. 6 H z ) , 


7 . 5 1-7. 56 


( 2 H, m), 7. 9 7 ( 1 H, 


d, 


J — 3 . 


0 H z ) , 8. 



8 5 (1H, s), 8. 9 4 (1H, d, J = l. 8 Hz). 
m 9 o : 9 o 

JK^LT, S-yn^tDf/V®, M2-^nn-5- (H^7/Vtn^f 
;v) T~ y £ l^ltcogsff^fTV', »*(&&& <£r#fc 0 

HX^ : 3 4 . 2 % 

! H-NMR (DMS O— d 6 ) : 5 7. 04 (1H, d, J = 8. 7Hz), 7. 

5 6 ( 1 H, ddd, J = 8 . 1,2. 4, 1. 2Hz), 7. 64 (1H, dd, 

J = 8. 7, 2. 7 H z ), 7. 83 (1H, dd, J = 8. 1, 1. 2Hz), 
8. 11 (1H, d, J = 2 . 7Hz), 8. 87 ( 1 H, d, J = 2. 4Hz), 
11.12 (1H, s), 1 2. 4 2 (1H, s). 

#19 1 : 1 

5-^oo-y-y^/Wgfe, W2-^hn-5- (by 7/li-o^f 
/U) T-^y v£/8V'-C#l3 £PI8l©Slfts«rfTV\ 

: 8 . 1 % 

^H-NMR (DMS O— d 6 ) : 5 7. 08 (1H, d, J = 9. 0Hz), 7. 

53 (1H, dd, J = 8 . 7, 2. 7Hz), 7. 73 (lH, dd, J = 8. 
4, 1. 8 H z ), 7. 95 (1H, d, J = 3. 0Hz), 8. 36 (1H, d, 

J = 8 . 7 H z ) , 9. 01 (1H, d, J = l. 8 H z ) , 12. 04 ( 1 H, 
s), 1 2. 2 0 (1 H, s). 
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ffl 9 2 : 9 2 

W&b LX, 5-^nnt!)f/^ 

/U) T~y ^Sr)iV'-C#!j3 WMi'C'&Wl&'mCo 

J&s£ : 7 3 . 3 % 

1 H — NMR (DMS O— d 6 ) : 5 2. 39 (3 H, s), 7. 07 (1H, d, 

J = 8 . 7Hz), 7. 44-7. 5 4 (3H, m), 7. 99 (1H, d, J = 
3. 0Hz), 8 . 43 (1H, s), 10.52 (1H, s), 12. 17 (1H, 
b r s ) . 

m 9 3 : 9 3 <Dik^fy)(Dmt 

Mil T, 5 -?'n ■=&■?- y?v^ RV3-* b*is-5- 

?■ &) r-y ^£ jbv'tM3 i&mc 0 

: 5 8 . 8 % 

X H-NMR (DMS O- d 6 ) :. 5 3. 8 5 (3 H, s), 6 . 98 ( 1 H, d, 

J- 8 . 7 H z ) , 7. 0 3=. ( 1 H, s), 7. 5 7-7. 6 1 (2H, m), 7 . 

77 ( 1 H, s), 8 . 00 (1H, d, J= 2 . 4Hz), 10 . 57 ( 1 H, 

s), 11. 5 6 (1 H, s). 
ffl 9 4 : 9 4 <7)^-0 

5-/n^.f.!).f^i N %.Xf2-t b*'>-5- (Fy7/l/tn^ 

r-y y^^tM 3 

iW : 7 i . 3 % 

1 H — NMR (DMS O — d 6 ) : 5 3. 99 (3H, s), 7. 03 (1H, d, 

J = 9. 0Hz), 7. 30 (1H, d, J = 8 . 7Hz), 7 . 47-7. 51 
(1H, m), 7. 61 (1H, dd, J = 9. 0, 2 . 4Hz), 8 . 10 (1 

H, d , J = 2 . 4 H z ) , 8 . 82 (1H, d, J = 2. 1Hz) 11 . 03 (l 

H, s), 12. 19 ( 1 H, s). 

#i 9 5 : 9 5 <Dfc£m<Dm& 

mWkL T. 5 -^nnfyf/^ 2 h *i/- 5 - (hy 7 /Ptn^ 
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J-/V) 7~v 
: 8 3 . 4 % 

1 H — NMR (DMSO-d 6 ) : 5 4. 00 (3H, s), 7. 08(1 H, d, 

J = 9 . 0Hz), 7. 30 (1H, d, J = 8. 7Hz), 7. 47-7. 52 

( 2 H, m), 7. 97 (1H, d, J = 2. 7Hz), 8. 83 (1H, d, J 

= 2. 4Hz), 11. 05 (1H, s), 12. 17 ( 1 H, s). 

m 9 6 : 9 6 

5 — ^ n p ih y ^vV'jg* % 25.1/2 — ^ 5 — ( H y 

JR^ : 79. 2% 

1 H — NMR (DMSO — d 6 ) • 5 2. 5 7 (3H, s), 7. 07 (1H, d, 

J = 8 . 7 H z ) , 7. 52 (1H, dd, J = 8. 7, 2. 4Hz), 7. 55 

(1H, dd, J = 8 . 4, 1.5Hz), 7. 63 ( 1 H, d, J = 8. 1Hz), 
8. 00 (1H, d, J = 2 . 4 H z ) , 8. 48 ( 1 H, d, J = l. 5 Hz), 
10. 7 9 (1H, s), 12. 2 6 (1H, s). 

m 9 7 : 9 7 (D{b&m(DW& 

WMt LT n 5 —7u*'9‘ y 25.1/2- (l-t'Pll^/V) -5- (h 

y :7yiof-p ^ ^vu) y >£j?V'T#!3 £ 

fc 0 

JR3& : 4 4 . 5 % 

1 H — NMR (DM S O — d 6 ) : 8 1. 86-1. 91 (4H, m) , 3. 20 

-3. 26 (4 H, m), 6. 99 ( 1 H, d, J = 8. 7Hz), 7. 07 (1 
H, d, J = 8 .. 7 H z ), 7. 43 (1H, dd, J=8. 7, 2. 1Hz), 
7. 62 (1H, dd, J = 8. 7, 2. 4Hz), 7. 94 ( 1 H, d, J = 2. 
1Hz), 8. 17 (1H, d, J = 2 . 4 H z ), 10. 54 ( 1 H, s), 12. 
2 1 (1H, s). 

#19 8: 9 8 ©-ffr&fcOfMS 
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Lt, 5— 'M, M2-WNyy-5- (MJ7^tn 
T=-V zs&m\t'XM3 km&<D&i l Et:1f\ f \ 

« : 6 5 . 9 % 

1 H — NMR (DMSO-d 6 ): 8 2. 9 0 (4H, dd, J=4. 5, 4. 

2Hz), 3. 84 ( 4 H, dd, J = 4. 8, 4. 2Hz), 7. 09 ( 1 H, 
d, J = 8 . 4 H z ) , 7. 48 (2H, s), 7. 61 (1H, dd, J = 8 
4, 2. 7 Hz), .8. 13 (1H, d, J = 2. 7Hz), 8.90 (1H, s), 
11. 2 1 (1 H, s), 12. 0 4 (1H, s). 

$1 9 9 : 9 9 Olk'&'&KDmk 

tt, M2-^nn-5- 

/u) T-!) ySriV't^S £ 

W : 3 1 . 1 % 

1 H — NMR (DMSO— d 6 ): 5 6. 9 8.. (1 H, d, J = 9. 3Hz), 7. 

5 2 (1 H, d d, J = 8. 4,2. 1 H z), 7. 81 ( 1 H, d, J = 8 . 4 
Hz), 8. 21 (1H, d d , J = 9 . 0, 3. 3Hz), 8. 82 (1H, d, 

J ~ 3 . 0Hz), 8. 93 (1H, d, J = 2. 4Hz), 12. 18 (1H, 

s). 

$110 0 : ■fb'n $J## 10 0 

LT n 5 — ^ ‘f-A'-f V M2-^oo-5- 

; v) t-v >& m\,'xm3 £ 

»R^ : 1 5 . 8 % 

X H — NMR (CD C 1 3 ) : 8 2. 3 6 ( 3 H, s), 6. 95 ( 1 H, d, J 
= 8. 1Hz), 7. 26-7. 31 (2H, m), 7. 37 (1H, 'dd, J = 
8. 4, 1. 8 H z ), 7. 56 (1H, d, J = 8. 4Hz), 8. 65 ( 1 H, 
brs), 8. 80 (lH, d, J = l. 8Hz), 11. 33 (1H, brs). 
$110 1 : 10 1 

Kfcb Lt, 5-t W2-^db- 5- (Hl7/Vto ^ 
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l&m : 56. 4 % 

1 H — NMR (DM S O — d 6 ) : 5 3. 7 7 (3H, s), 6. 91 (1H, d, 

J = 9. 0Hz), 7. 07 (1H, dd, J = 8. 7, 3. 0Hz), 7. 20 
(1H, t, J = l. 8 H z ) , 7. 52-7. 54 (3H, m), 10. .3 3 (1 
H, s), 1 1 . 4 4 (1 H, s). 

Ml 0 2 : 10 2 

( MJ 7 /v-fr'a }=?- 

jv) T=-V 

: 1 4. 2 % N 

X H — NMR (DMS O - d 6 ) : 5 2 . 2 9 (3 H, s ), 2.38 (3 H, s ), 

6. 94 (1H, d, J = 8 . 4Hz), 7. 27 (1H, ddd, J = 8. 4, 

2. 4, O. 6Hz), 7. 44 ( 1 H, dd, J=8. 1, 1. 5Hz), 7. 
52 (1H, d j J = 7 . 8 H z ), 7. 84 ( 1 H, d, J = 2. 4Hz), 8. 

46 (1H, d, J = l. 5 H z ) , 10. 55 (1H, s), 11. 72 ( 1 H, 

s ). 

mi 0 3 : 10 3 

jRSp : 7 7 . 9% 

1 H — NMR (CDC1 3 ):S 2. 35 (3H, s), 4. 02 (3H, s), 

6. 93 ( 1 H, d , J = 9. 0Hz), 6. 98 (1H, d, J = 8. 4Hz), 

7. 25-7. 28 (2H, m), 7. 36 (1H, ddd, J = 8. 4, 2. 1, 
0. 9 H z ), 8. 65 (1H, br s), 8. 73 (1H, d, J = 2. 1Hz), 
11. 69 (1H, s). 

m 1 0 4 : 10 4 

5 - ^ p u f- y fvvgt, $^3 — ^n^E— 5 — (f.!)7/^o^f 
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*) t=-v 

JR* : 3 7 . 1 % 

'H-NMR (DM S O— d 6 ) : 5 7. .0 3 (1H, d, J = 9. 3Hz), 7. 

48 (1H, dd, J = 8. 7, 2. 4Hz), 7. 72 ( 1 H, s), 7. 84 
(1H, d, J = 2 . 7 H z ) , 8. 16 (1H, s), 8. 28 (1H, s), 1 
0. 69 (1H, s), 11. 42 (1H, s). 

Ml 0 5 : 10 5 

IJfflt LX, 5-^ODfDf/l#, RTJP3-* (h J) 7 jV±vi * 

JR* : 6 8. 0% 

‘H-NMR (DM S O— d 6 ) : 5 3. 8 5 (3H, s), 7. 02 (1H, s), 

7. 03 (1H, d, J = 8 . 7 H z ) , 7. 4 8 (1H, dd, J = 8. 7, 2. 
7Hz), 7. 61 (1H, s), 7. 7 7 ( 1 H, s), 7. 8 8 (1H, d, J 
= 2. 7Hz), 10. 57 (1H, s), 11. 53 ( 1 H, s). 

Ml 0 6 : ^#>#-§-1 0 6 

5-^nnf!)« &tf2-^/V'*y /-5- (MJ7/^o 

T'fyi') T=y ^SrMV'TM3fcl§I«©|ftf^*ffv\ 

JR* : 6 4 . 8 % 

1 H-NMR (DM SO- d 6 ) : 5 2.9 0 (4H, m), 3. 8 4 (4H, m), 

7. 15 (1H, d, J — 9 . 0Hz), 7. 48 (2H, s), 7. 50 (1H, 
dd, J = 9 . 0, 2. 7 H z ), 8. 00 (1H, d, J = 2. 7Hz), 8. 
91 (1H, s), 11. 24 (1H, s), 12. 05 ( 1 H, s). 

M 1 0 7 : 10 7 

IltLT, 5 -7PPt!)» M2-7'n ; t-5- 
JR* :59.2% 

'H-NMR (DMSO-d 6 ): 6 7. 10 (1H, d, J = 8. 7Hz), 7. 
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48 (1H, dd, J == 8 . 4, 2. 1 Hz), 7. 53 ( 1 H, dd, J = 8 . 
7, 3. OHz), 7. 9 7- 7. 9 9 (2H, m) , 8 . 81 (1H, d, J = 
2. 1 H z ), 11- 03 (1H, s), 12. 38 ( 1 H, s). 

1 0 8 : 10 8 

Itv RX/3—T ^7—5—bV 7 jV^ru 7 

SfcJ&SSM 3 t #/c 0 

JR^I : 6 7. 0 % 

1 H — NMR (DM S O — d 6 ) : 5 3. 91 (3H, s), 7. 02(1 H, d, 

J = 9 . 3Hz), 7. 43 (1H, dd, J = 9 . 0, 2. 4Hz), 7. 57 
( 1 H, d, J = 2. 4Hz), 8 . 13 ( 1 H, s), 8 . 23 ( 1 H, s), 8 . 
29 ( 1 H, s), 8 . 36 (1H, s), 11. 52 ( 1 H, s). 

Ml 0 9 : 10 9 <D{k£rQll<DW& 

5 -^pp- 2 -t Kn^'V-N- [ 3 — 7- h 5 — (h !) 7/V 

7 xP/V] K (ft-afeftl08 ; 10 5mg, 0. 2 

8 1 mmol) (2. 5 mL) 2 HJ 

( 0 . 6 m L) MT?3l$Wlt#D^o Sift 

gjsgfepi^vvjg ^tK n ^Tkiiig&'t' bV'^ 

® 6 W (lOOmg, 9 9. 0%) £r#7Co 

■H — NMR (DMS o — d 6 ) : 5 7. 04 (1 H, d, J = 9 . OHz), 7. 

49 (1H, dd, J = 8 . 7, 2. 7Hz), 7. 91 (1H, d, J = 2. 7 
Hz), 7 . 93 ( 1 H, s), 8 . 43 ( 1 H, s), 8 . 59 ( 1 H, s), 1 
0. 7 8 (1H, s), 11. 4 8 (1H, s). 

Ml 1 0 : 110 

Ifiilt, 5 —7 p nf !) RX3 2 - ( 2 — — 5 — ( b 

y 77^ T — y >£J3V'TM3 



176 




WO 03/103654 



PCT/JP03/07119 



it o 

W ■ 8 9 . 6 % 

X H — NMR (CDC 1 3 ) : 5 6. 94 (1 H, d, J = 9. 6 Hz), 6. 9 

8 (1H, d, J = 9 . 2 H z ), 7. 25-7. 41 (4H, m), 7. 48- 
7. 57 ( 3 H, m), 7. 81 ( 1 H, d, J = 6. 9Hz), 7. 88 (1H, 
d, J = 6 . 9 H z ) , 7. 95 (1H, d, J = 8. 9Hz), 8. 72 (1H, 
s), 8. 83 (1H, d, J = 2 . 0 H z ) , 11. 70 ( 1 H, s). 

Will : 1 1 

5 — n p f- y ^LtK2— (2, 4-^^nn7x/^'>) 

-5 - T~y >Sr/8vVc0!l3 MM 

W : 4 . 7 % 

‘H-NMR (CDC 1 3 ) . : 5 6. 7 8 ( 1 H, d, J = 8. 9Hz), 7. 0 

2 (1H, d , J = 8 . 6Hz), 7. 16 (1H, d, J = 8. 6Hz), 7. 

3 3-7. 3 8 ( 3 H, m), 7. 42 (1H, dd, J = 8. 6, 2. 6 Hz), 

7. 49 (1H, d, J = 2 . 6Hz) 7 . 58 ( 1 H, d, J = 2. 3Hz), 

8. 66 (1H, brs,), 8. 8 2 (1H, d, J = 2. 0Hz), 11. 65 

(1H, s). 

M 1 1 2 : 112 

5-^BDtyf/i/i N RXF2- [( 4-M)7Mp^f/v) 

y^y] -5- T-y 

v\ 

JR* : 6.0. 5% 

a H — NMR (CD C 1 3 ) : 5 1. 85-2. 05 (2H, m), 2, 15 (2 

H, d, J = 1 0. 9Hz), 2. 2 8 (1H, m), 2. 8 2 (2H, t, J = 

11. 0Hz), 3. 16 ( 2 H, d, J = 1 2. 2Hz), 7. 02 ( 1 H, d, 

J = 8. 9Hz), 7. 31 (1H, d, J = 8 . 3Hz), 7. 42 (2H, m), 
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7 . 50 (1H, d, J = 2 . 6 Hz), 8 . 75 ( 1 H, s), 9. 60 (1H, 

s), 11. 9 4 ( 1 H, s) 

#1113 : 1 3 (D^^WIk 

5 -^nPtUf^ K.V2- ( 2 , 2 , 2-fy7^tnih 
ef-i/) - 5 - ( HJ T — y vtrJi V'-C#J 3 i 

W : 9 4 . 5 % 

*H — NMR (CDClj) : 5 4. 58 ( 2 H, q, J = 7. 9Hz), 6 . 9 
9-7. 0 5 ( 2 H, m), 7. 41-7. 5 0 (3H, m), 8 . 6 3 (iH, 
brs), 8 . 79 ( 1 H, d, J = 2. OHz), 11. 59 (1H, s). 

#j 1 1 4 : 114 <nik'&m<DWk 

WMthX, 5-7nnfyf/^ RV2- (2 -5 

- ( H y -7}V±vt^-)V) T-y 

m*m^ 0 

IR§?S : 8 0 . 6 % 

1 H — NMR (DM S O — d 6 ) -8 3. 74 (3H, s), 6 . 70 ( 1 H, d, 

J = 8 . 4 Hz), 7. 02 ( 1 H, d, J = 8 . 7 Hz), 7. 07 (1H, d 
d, J = l. 5, 7. 8 H z ), 7. 2 4-7. 3 9 (4H, m), 7. 49 (l 
H, dd, J = 3 . 0, 8 . 7 H z), 8 . 00 (1H, d, J = 3. OHz), 

8 . 92 (1H, d, J = 2 . 1 Hz), 11. 3 6 ( 1 H, s), 12. 18 (1 
H, s). 

#(1115 : 1 5 

5-7onfy« RTJ2- (4-7pn-3, 5-^^ 
y^;*'y) -5- (b!)7/^n^f/i) T=- V 3 t 
■Sr ^ifco 

W : 9 1. 5 % 

1 H — NMR (DMS O— d 6 ) : 8 2. 3 4 ( 6 H, s), 7. 03 (1H, d, 
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J = 8 . 8 H z ) , 7. 05 (1H, d, J=8. 1Hz), 7. 11 ( 2 H, s), 
7. 43-7. 47 (1H, m), 7. 4 8 (1H, dd, J = 2. 9, 8. 8H 
z), 7. 97 (1H, d, J = 2 . 6 H z ) , 8. 94 ( 1 H, d, J = 2. 2 
Hz), 11. 25 (1H, s), 12. 12 ( 1 H, s). 

M 1 1 6 : 116 

Mi LT, 5-i7p Ptyf/l/®, 2 - b: 0 ^ ]) ^/- 5 _ ( y 7; ^ p 
J&ifs : 7 3.7 % 

1 H — NMR (CDC 1 3 ) : 5 1. 6 8- 1. 7 2 (2H, m), 1. 8 0-1. 

88 (4 H, m), 2. 89 (4H, t, J=5. 2Hz), 7. 01 ( 1 H, d , 

J = 8. 7Hz), 7. 31 (1H, d, J = 8. 4Hz), 7. 39 — 7. 43 
( 2 H, m), 7. 55 (1H, d, J = 2. 4Hz), 8. 73 ( 1 H, d, J 
= 1. 8 H z ) , 9. 71 (1H, s), 12. 05 (1H, s) 

M 1 1 7 : 1 1 7 

Mi It, 5-^onfijf;^ $.1^2- (4 =*•'>") -5- 
^) T- y 3 

£#fc„ 

J&S* : 6 7 . 3 % 

l H-NMR (DMS O— d 6 ) : 5 2. 3 3 (3H, s), 6. 93 ( 1 H, d, 

J = 8. 8 H z ), 7. 03 (1H, dd, J = 0. 5, 8. 8Hz), 7.12 
( 2 H, d, J = 8 . 2Hz’), 7. 29 (2H, d, J = 8. 5Hz), 7. 4 
3 (1H, dd, J = 2. 0, 8. 6 H z ), 7. 4 8 ( 1 H, ddd, J = 0. 
8, 2. 7, 8. 8 H z ) , 7. 98 (1H, dd, J = 0. 8, 2. 7 Hz), 

8. 94 (1H, d, J = 2 . 2 H z ), 11. 29 (1H, s), 12. 15 (1 
H, s). 

Ml 18 : 1 8 

^ill, 5 naf RV2- (4-^n7x/^) -5- 
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M : 7 4 . 5 % 

1 H — NMR (DMSO-d 6 ) : d 7. 01 (1H, d, J = 8. 8Hz), 7. 
06 (1H, d, J = 8. 5Hz), 7. 22 (1H, d, J = 8. 5Hz), 7. 
43-7. 48 ( 2 H, m), 7. 50 (2H, d, J = 8. 2Hz), 7. 94 
(1H, dd, J = 0. 5, 2. 7Hz), 8. 92 (1H, d, 1 = 2. 2Hz), 
11. 2.0 (1H, s), 12. 10 (1H, s). 

$|119 : 119 <Oib&0l UOW& 

WMt bX\ 5— ^ n n — 2 — t Rt5 2. — ^ p d - 5 — ( h 

y 7 ^ ^r/v) T— y 7 5 i: 

fc 0 

IR§P : 42. 9% 

1 H — NMR (DMSO— d 6 ) : 6 7. 5 2 (1 H, dd, J = 8. 4, 2. 

1Hz), 7. 81 (1H, d, J = 8. 4 H z ) , 8. 16 (1H, s), 8. 3 

9 (1H, d, 1 = 2-. 7Hz), 8. 96 (1H, d, J = 2. 1Hz), 12. 

76 (1H, s), 13. 23 (1H, s). 

$|12 0 : -fb'&tl## 12 0 <D4k&to<DWl t 

fc> o— 13 v k> ik-if 3 , 5 — 'sp t 3 o t— y "y 

SrfflV'TWI'l tV\ $3 

IR§P= : 7 3. 5% 
m p 1 6 7 — 1 6 8t. 

1 H — NMR (C‘D C 1 3 ) : 8 2. 35 (3H, s), 7. 14 — 7. 18 (2 

H, m), 7 . 3 5 — 7. 4 0 (1 H, m), 7 . 5 2 — 7. 5 7 (3 H, m), 

7 . 81 (1H, d d, 1 = 7. 8, 1. 8Hz), 8. 05 (1H, brs). 
$112 1 : 2 1 

Mi: Ut, 2 — b d r'>'— N— (3, 5 -'^pd7i-^) ^ 
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M : 6 0 . 3 % 
mp 218 — 219 °C. 

a H — NMR (DMSO-d 6 ) : 8 6. 95-7. 0 2 (2H, m), 7. 35 

-7. 36 (1H, m), 7. 42-7. 47 (1H, m), 7. 83-7. 87 
(3H, m), 10. 5 4 ( 1 H, s), 11.35 (1H, s). 

m 1 . 2 2 : 12 2 <Dfcg-!%i(Dm'& 

bt, 5-^nai RXI2, 5 -W n n 7=- V 
l&§fs : 1 0 . 8 % 

'H — NMR (DM S Q — d 6 ) : 5 7. 08 (1H, d, J = 9. 0Hz), 7. 

2 4-7. 2 8 (1H, m), 7. 5 0-7. 54 ( 1 H, m), 7. 61 (1H, 
dd, J = 9 . 0, 3. 0 Hz ), 7. 9 7 (1H, d, J = 2. 7Hz), 8. 
58 (1H, d, J = 2 . 4 H z ) , 11. 02 ( 1 H, s), 12. 35 ( 1 H, 
b r s ) . 

m 1 2 3 : 2 3 

JTO<bLT\ RTf 3, 5-i?7/UtvT~V 

t a 

: 3 6 . 3 % 1 

mp 2 5 9 — 2 6 1 °C. 

'H-NMR (DMSO-d 6 ): 8 6. 9 6- 7. 0 4 ( 2 H, m), 7. 45 

-7. 5 4 (2H, m), 7. 5 8 (1H, dd, J=8. 7, 2. 7Hz), 7. 
94 (1H, d, J = 2 . 7 H z ), 10. 60 ( 1 H, s) 11. 48 ( 1 H, 
s ). 

Ml 2 4 : 12 4 

LT, 5-7/Utnf!)f/^ M3, 5-^nn7^!J V't 

M3 
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i&sp : 3 3 . 3 % 
mp 2 5 8- 2 6 0 °C. 

‘H-NMR (DM S O — d 6 ) : 8 7. 00-7. 05 ( 1 H, m), 7.2 8 

-7. 37 ( 2 H, m), 7. 63 (1H, dd, J = 9. 3, 3. 3Hz), 7. 
84 (2H, d, J = 2. 1Hz), 10. 56 (1H, s), 11. 23 (1H, 
s ). 

$| 12 5: 12 5 it 

DT. 5-^onf &t73, 5 - n □ y ^£J^T$J 

: 4 1 . 2 % 

*H — NMR (DMSO— d 6 ) : 5 7. 0 3 ( 1 H, d, J=9. 0Hz), 7. 

36-7. 37 (1 H, m), 7. 48 (1H, dd, J = 8 . 7, 2. 7 Hz), 

7. 8 3 — 7. 8 4 ( 3 H, m), 10. 56 (1H, s), 11. 44 (1H, 

s ). 

$|126 : 126 <Dib&%)<Dm& 

5-^'n^iiy &T/3, 5-'^Dn7^y 

3 tia'fb'afe^#7c 0 

: 6 1 . 6 % 

mp 243 — 24 4 °C. 

X H — NMR (DM S O — d 6 ) : 5 6. 98 (1H, d, J = 8. 7Hz), 7. 

36-7. 37 (1H, m), 7. 59 (1H, dd, J = 9. 0, 2. 4Hz), 

7. 83 ( 2 H, d, J = l. 8 H z ), 7. 95 ( 1 H, d, J=2. 4Hz), 
10. 5 6 (1H, ! s), 1 1. 4 6 (1H, s). 

$112 7: 127 

liiU, 5-3“Rf-y^S^ &tf3, 5-^on7-yy?:fflV'X$j 
!&.§£ : 6 5 . 4 % 
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mp 244-245 °C. 

1 H — NMR (DMS O— d 6 ) : 5 6. 8 4 (1 H, d, J=9. 0Hz), 

7. 3 5 -7. 3 7 (1H, m), 7. 72 (1H, dd, J = 9. 0, 2. 1 
Hz), 7. 83 ( 2 H, d, J = l. 8Hz), 8. 09 ( 1 H, d, J = 2. 
1Hz), 10. 55 (1H, s), 11. 45 ( 1 H, s) . 

Ml 2 8 : \^^%1 2 8 • 

Max, 3, 5-^n^etyf^®, &XF3, 

V^TM3 

: 4 4 . 2 % 
mp 1 8 1 — 1 8 2 °C. 

! H-NMR (DMSO-d 6 ) : 8 7. 4 2- 7. 4 3 (1H, m), 7. 80 

( 2 H, d, J = l. 8 H z ) , 8. 03 (1H, d, J = 2. 1Hz), 8. 1 
7 (1 H, d, J = 2. 1 H z), 1 0. 8 2 (1 H, s). 

Ml 2 9 : 12 9 

Mi tx, 4-fuvt'J .RV3, 5-'^an7-!ly^l^Xfl 

3 wmfc&mzm a 

: 5 7 . 2 % 
mp 255 — 256 °C. 

1 H — NMR (DMS O— d 6 ) : 8 7. 0 3- 7/ 0 6 (2H, m), 7. 34 

-7. 36 (1H, m), 7. 82-7. 85 ( 3 H, m), 10. 51 (1H, s), 

1 1. 7 0 (1H, b r s). 

M 1 3 0 : 'fb£'^#-§-l 3 0 

Mi IX, 5-=hnf-!)^;vm, S.^3, 5-^no T- !) • 

J&ip : 8 3 . 1 % 

mp 2 3 2- 2 3 3°C. 

'H — NMR (DMS O— d 6 ) : 5 7. 16 (1H, d, J = 9. 6Hz), 
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7. 3 7- 7. 3 9 (1 H, m), 7. 84 (1H, d, J = 2. 1Hz), 8. 
29 (1H, dd, J = 9 . - 0 , 3. OH*), 8. 65 (1H, d, J = 3. 0 
Hz), 10. 8 3 (1H, s). 

^131 : 13 1 

: 7 1 . 0 % 
mp 216 — 217 °C. 

1 H — NMR (DM S O — d 6 ) • 5 2. 2 8 (3H, s), 6. 9 0 (1H, 

d, J = 8. 4Hz), 7. 26 (1H, dd, J = 8. 7, 1. 8Hz), 7. 

3 4-7. 3 6 (1H, m), 7. 67 (1H, d, J = l. 5Hz), 7. 85 

( 2 H, d, J = 1 . 8 H z ) , 10. 52 (1H, s), 11. 15 (1H, s). 

1 3 2 : 13 2 <D\Y&%(DW-& 

W&b fC, 5-t RXfi3, 5-^oo7 = 5»'T 

$| 3 b pj®6>iSfef£$:fTV\ 

IR^ : 2 9 . 8 % 

mp 230 — 232 °C. 

1 H — NMR (DMS O— d 6 ) : 6 3. 7 6 (3 H, s ), 6 . 9 5 (1 H, 

d, J = 8 . 7 H z ) , 7. 08 (1H, dd, J = 9. 0, 3. 0Hz), 7. 

3 5 — 7. 3 6 (1H, m), 7. 40 ( 1 H, d, J = 3. 0Hz), 7. 85 
( 2 H, d, J = l. 5 H z ), 10. 55 (1H, s), 10. 95 ( 1 H, s). 

0ij 1 3 3 : 13 3 GOfcg-!$)(DW t 

Mttt, 5-^a^tyf/W^ W3, 5-i?=hnT=5 's&Hl'XW 
3 b V\ 

1R§P : 3 2 . 2 % 

mp 2 5 8 - 2 6 0°C. 

X H — NMR (DMS O— d 6 ) : 5 6. 98-7. 02(1 H, m), -7. 59 
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— 7 . 63 (1H, m), 7. 9 6- 7. 9 7 ( 1 H, m), 8. 56-8. 58 
(1H, m), 9. 0 3- 9. 0 5 (2H, m), 11. 04 (l.H, s) , 11. 

3 9 (1H, b r s). 

#113 4 : 13 4 (DW^mcDWcM. 

5-i7Dnf-y^^ RX/2, 5-fc"*[(l, l-$^?vV) pl 

=f-)V\ T=-V 
I|X^ : 7 5 . 7 % 

1 H — NMR (DMSO-d,) : 5 1 . 2 7 ( 9 H, s), 1.3 3(9 H, s), 

7. 04 (1H, d, J = 9. OHz), 7. 26 (1 H, dd, J = 8. 4, 2. 

1 H z ), 7. 3 5 -7. 3 8 (2H, m), 7. 49 ( 1 H, dd, J = 8. 7, 

2. 7Hz), 8. 07 (1H, d, J = 2. 4Hz), 10. 22 (1H, s), 
1 2. 3 8 (1 H, b r s). 

#1135 : 1 3 5 

WMtV T v 5-^nnf!)f/^ S.1K5- [(1, 1 - 

2-t Y*'S7=- V 
JfcJfs : 8 9.' 5% 

1 H — NMR (DM S O — d 6 ) : 8 1. 28 (9H, s), 3. 33 (3H, s), 

7. 01 (1H, d, J = 8 . 7Hz), 7. 05 (1H, d, J = 9. OHz), 

7. 11 (1H, dd, J = 8 . 7 , 2. 4Hz), 7. 47 (1H, dd, J = 

9. 0, 3. OHz), 7. 99 ( 1 H, d, J = 3. OHz), 8. 49 ( 1 H, 
d, J = 2 . 4 H z ) , 10. 78 (1H, s), 12. 03 ( 1 H, s). 

#i 1 3 6 : 13 6 <D{k,£-!%)<Dm& 

ailt,'5-^DD-N- {5- [(1, -2-* b 

^i/7xr:/v) - 2 - b Kd^WXJ^ K (^^##1 35), SlXITXT- 

)W p y R£jiv'-c#j5 „ 

I&Spl : 8 7 . 5 % 

X H — NMR (CD C 1 3 ) : 8 1. 35 (9H, s), 2. 37 (3H, s), 
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3. 91 ( 3 H, s), 6. 86 ( 1 H, d, J=8. 7Hz),7. 12 (1H, 
dd, J = 8 . 7, 2. 4Hz), 7. 13 (1H, d, J = 9. OHz), 7. 
47 (1H, d d, J == 9 . 0, 2. 4Hz), 8. 02 ( 1 H, d, J = 2. 7 
Hz), 8. 66 (1H, d, J — 2 . 4Hz), 8. 93 ( 1 H, s). 

#j 1 3 7 : 13 7 ©'fb^Wfiat 

it,- 5 — RXf3, 5-^f/W7=D 

JR$S : 5 8 . 1 % 
mp 1 8 8 - 1 9 0°C.. 

1 H — NM R (DM S O — d 6 ) : 5 2. 28 (6H, s), 6. 80 (1H, 

s), 6. 96 (1H, d, J = 8 . 7 H z ) , 7. 33 ( 2 H, s), 7. 58 (1 

H, dd, J = 9 . 0, 2. 4 H z ) , 8. 10 ( 1 H, d, J = 2. 4Hz), 
10. 29 (1H, s), 11. 93 (1H, brs). 

#113 8: -fb£-fc## 138 (Dty&fyWWM. 

Mi tt, 5-* onfDfm S.^3, 5-tf* C( 1 , l-S?*^) 

5vP] 7~y 
|RS& : 3 4 . 1 % 

1 H — NMR (CD C 1 3 ) : 5 1. 26 (18H, s), 6. 99 (1H, d, 

J = 8 . 7 H z ), 7. 29 (1H, t, J = l. 8Hz), 7. 39 (1„ dd, 

J = 9 . 0, 2. 4 Hz), 7. 41 (2H, d, J = l. 5 Hz), 7. 51 (1 
H, d, J = 2 . 1Hz), 7. 81 (1H, brs), 12. 01 (1H, s). 
#113 9 : 13 9 ©-fb£-«&©3R3£ 

Mitt, N- {3, 5-tf* [(1, 1-i^fVV) -5 

_^ np _ 2 -t Kp^^yXT? K (|M#tl3 8), 
y K=Sr^av'-c0U 5 il^E6©ftffr£:?TV\ SS-fb^Sr#^- ' , 

JR*:6.6. 1% 

1 H — NMR (CD C 1 3 ) : 5 1 . 3 4 ( 1 8 H, s ), 2 . 3 6 (3 H, s ), 
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7. 12 (1H, d, J = 8. 4 H z ) , 7 . 25 ( 1 H, d, J = l. 5Hz), 

7. 44 ( 2 H, d, J = l. 2Hz), 7. 47 (1H, dd, J = 8. 7, 2. 

7 H z ), 7. 87 (1H, d, J = 2 . 4Hz), 7. 98 ( 1 H, s). 

W 1 4 0 : 14 0 

MHT, 5-7'n^f &t^3, 5 - [(l, l-v^^vk)^ 

r-y 

urn : 4 5 . 2 % 

1 H — NMR (DMSO-d 6 ):5 1. 30 (18H, s), 6. 95 ( 1 H, 

d, J = 8 . 7Hz), 7. 20 ( 1 H, t, J = l. 5Hz), 7. 56 (2H, 

d, J = l. 5 H z ) , 7. 58 (1H, dd, J = 8 . 7, 2. 4Hz), 8. 

12 (1H, d, J = 2 . 7Hz), 10. 39 ( 1 H, s), 11. 98 (1H, 
s). 

Ml 4 1 14 1 

5-^nnfDf/l/i, 3 -7 5 7 — 4 - * h ^r'>tr7x=;l/ 
«rfflV'T^I3iPI«©afcf^Sr5fTV\ 

« : 3 7 . 0 % 

1 H — NMR (DMS O— d 6 ) : 5 3 . 9 5 ( 3 H, s ), 7 . 0 8 ( 1 H, d , 

J = 8. 7 H z ) , 7. 20 (1H, d, J = 8. 4Hz), 7. 3 4 ( 1 H, t, 

J = 7. 2 H z ) , 7. 4 0-7. 5 0 (4H, m), 7. 62 ( 1 H, d, J = 

8. 7 H z ) , 8. 00 (1H, d, J = 3 . 0Hz), 8. 77 (1H, d, J 
= 2. 1Hz), 10. 92 (1H, s), 12. 09 ( 1 H, s). 

m 142 : 142 

Mtbt, 5-^n^efyf/^ ^2, 5-'^ h^T- y^£r/0V'T 
: 3 9 . 7 % 

‘H—NMR (DMS O— d 6 ) : 6 3. 7 2 (3 H, s), 3. 8 4 (3H, s), 

6. 66 (1H, ddd, J = 9. 0, 3. 0, 0. 6 Hz), 6. 99-7. 0 
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3 ( 2 H, m), 7. 58 (lH.ddd, J = 9. 0, 2. 7, 0. 6Hz), 
8. 10 (1H, dd, J = 2 . 4, 0. 6 Hz), 8. 12 (1H, d, J = 3. 

0 H z ), 10. 87 (1H, s), 12. 08 ( 1 H, s). 

M 1 4 3 : 14 3 <D{k&yn<DW& 

5 — $.0*3, 5 H4rv'T=y ^^r^lvvc 

M3 ipratotfeftsSrfTW 
: 4 0 . 3 % 
mp 207-209 °C. 

1 H — NMR (DMSO-d 6 ) : S 3. 7 5 (6H, s), 6. 3 0- 6. 3 2 
(1H, m), 6. 9 4 — 6. 9 7 (3H, m), 7. 57 ( 1 H, dd, J = 8 . 

7, 2. 4 H z ) , 8. 04 ( 1 H, d, J = 2. 4Hz), 10. 32 (1H, 

s), 1 1. 7 8 (1H, s). 

M 1 4 4 : 14 4 < Dtt&fyi(DWk 

Um : 7 4 . 1 % 
mp 254— 256 °C. 

1 H — NMR (DMSO— d 6 ) : 5 3. 9 2 (6H, s), 6.9 7 (1H, 

d, J = 9. 0 H z ), 7. 6 0 (1H, dd, J = 9- 0, 2. 4Hz), 8. 

06 (1H, d, J = 2 . 4Hz), 8. 2 4-8. 2 5 ( 1 H, m) , 8. 62 

( 2 H, m), 10. 7 1 (1H, s), 11. 5 7 (1H, s). 

M 1 4 5 : 14 5 

5 - * ?vHMJ fvWgL W2, '5 -If* [(1, l-S^^AO ^ 
f-/p] T=y SS'fb'^Nfetrfcfc. 

JR^S : 6 1 . 1 % 

X H — NMR (DMSO-d 6 ) : 6 1. 27 (9H, s), 1. 33 (9H, s), 

2. 28 ( 3 H, s), 6. 89 (1H, d, J = 8. 1Hz), 7. 24 (1H, 
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d, 


J = 2 . 1Hz), 


7. 2 7 (1 H, d, 


J = 2 . 1Hz), 7. 32 


(1H, 


d, 


J = 2 . 4 H z ) , 


7. 3 7 (1 H, d, 


J = 8 . 4 H z ), 7. 88 


(1H, 


d, 


J = l. 5Hz), 


10. 15 (1H, 


s), 11. 98 (1H, b 


r s ). 



ffl 1 4 6 : 14 6 

lit It, 5--hnfl)f/l/i, ^3, 5 -If* [(1, 1 ^ 

^,1/) T^y 

1« : 4 6 . 7 % 

X H — NMR (CDC 1 3 ) : 5 1. 37 (18 H, s), 7. 13 (1H, d, 
J = 9 . 3 H z ) , 7. 3 2 ( 1 H, t, J = 1 . 8Hz), 7. 4 6 (2H, d, 

J = l. 8 H z ) , 8. 0 7 (1H, s), 8. 33 (1H, dd, J = 9. 3, 
2. 1 H z ) , 8. 59 (1H, d, J = 2 . 4 H z ) , 13. 14 ( 1 H, s). 
m 1 4 7 : -fb-g^#-^ 14 7 ©{b'g'tl©®^ 

litLT, 5 -Jfsi'ltV Rp3, 5-fc"* [(1, 1 ^ 

r-y 

: l 6 . 3 % 

1 H — NMR (GDC 1 3 ) : 5 1. 3 5 (18H, s), 2. 3 5 (3H, s), 

6. 94 (1H, d, H= 8 . 4Hz), 7. 2 3-7. 2 8 (2H, m), 7. 
31 (1H, s), 7. 42 (1H, d, J = l. 8 H z ), 7. 88 (1H, s), 
11. 86(1 H, s). 

M 1 4 8 : 14 8 ©fb'a'ife^Mit 

MtbT, 5-^ bdrv'tyf/^ RU3, 5 — tf * [ ( 1 , l-'^fvV) 
T^y ^^V'TM3 

W : 1 2 . 7 % 

1 H— NMR (DMS O— d 6 ) : 8 1. 30 ( 1 8 H, s), 3. 77 (3H, 

s), 6. 9 1 (1H, d, J = 9 . OHz), 7. 0 7 (1H, dd, J = 8. 

7, 3. OHz), 7. 19-7. 20 (1H, m), 7. 5 2-7. 5 4 (3H, 
m), 10. 3 3 (1H, s), 11. 4 4 ( 1 H, s). 
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•0ij 14 9 : it 1 4 9 

ttx 5 - ^ fvHMJ fvt'gg. Rtf 5— C(l, 1 ^fvKl - 

2 _p( « 

JRap : 8 4 . 7 % 

1 H — NMR (CD C 1 3 ) : 5 1. 35 ( 9 H, s), 2. 34 (3H, s), 
3. 93 ( 3 H, s), 6. 86 ( 1 H, d, J = 8. 7Hz), 6. 93 (1H, 
d, J = 8 . 4 H z ) , 7. 12 (1H, dd, J=8. 7, 2. 4Hz), 7. 2 
4 (1H, dd, J = 8 . 4, 1. 8 H z ) , 7. 27 (1H, brs), 8. 4 
8 (1H, d, J= 2 . 4 H z ), 8. 61 (1H, brs), 11.95 (1H, 
s). 

#d 1 5 0 : 15 0 (Dit'a^J^M^ 

J^tLTs 5 — 2 — t N— [3, 5 — tf* (;* 

tfn/U) ^yX7^ K 4 4) St^V'T^II 0 9i:^f 

« : 8 9 . 0 % 

1 H — NMR (DMSO-d 6 ): 5 6. 9 8 (1 H, d, J = 8. 7Hz), 7. 

60 (1H, dd, J=8. 7, 2. 4 H z ) , 7. 24 (1H, dd, J = 8. 
7, 2. 7 H z ) , 8. 08 (1H, d, J=2. 7 Hz), 8. 24 ( 1 H, t, 
J = l. 5 H z ), 8. 57 ( 2 H, d, J = l. 2Hz), 10. 67 (1H, 
s), 11. 6 4 (1 H, s). 
ffl 15 1: l 5 1 

m\t Lt, 5-^nnfyf/^ 3tt^2-p*^-5- [(l-^^V) ^ 
/V] T=y v^:ffiVN-r#il3 i fpJ&ffr&fcSrftfc. 

JRSp': 19.1% 

1 H — NMR (CDClj): 6 1. 26 (6H, d, J = 6. 9Hz), 2. 3 

0 ( 3 H, s), 2. 8 7- 2. 9 6 (1H, m), 7. 00 ( 1 H, d, J = 8. 
7Hz), 7. 08 (1H, dd, J = 7 . 8, 1. 8Hz), 7. 20 (1H, 
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d, J = 7 . 8Hz), 7. 40 ( 1 H, dd, J = 8. 7, 2. 4Hz), 7. 
49 (1H, d, J = 2 . 7 H z ) , 7. 50 ( 1 H, s), 7. 71 ( 1 H, s), 
1 1. 9 9 (1H, s). 

$115 2: {b&Qott 152 

l/T. 5 — ^ n c y &Z72, 5-S/x 

$i 3 ^ 

JRJ(5 : 5 9 . 2 % 

1 H — NMR (DMSO-d 6 ) : 5 1. 3 2 (3H, t, J = 6. 9Hz), 1. 

41 ( 3 H, t, J = 6 . 9Hz), 3. 97 ( 2 H, q, J = 6. 9Hz), 4. 

06 (2H, q, J = 6 . 9Hz), 6. 61 ( 1 H, dd, J = 9. 0, 3. 0 

Hz), 6. 98 (1H, d, J = 8 . 7 H z ) , 7. 10 ( 1 H, d, J = 8. 
7Hz), 7. 48 (1H, dd, J = 8 . 7, 2. 7Hz), 7. 9 7 ( 1 H, 
d, J = 2 . 7Hz), 8. 16 (1H, d, J = 3 . OH z), 10. 96 (1 
H, s), 11. 91 (1H, s). 

$115 3 : 1 5 3 <D{b&to<D§m 

LT, 5-*ntzf-y?-/Ugfe % RXf2, 

W : 9 0 . 5 % 

‘H-NMR (CDC 1 3 ) : 8 2. 2 8 ( 3 H, s), 2. 3 5 (3.H, s), 

6. 99 (1H, d, J = 8 . 8Hz), 7. 02 ( 1 H, brs), 7. 15 (1 

H, d, J = 7 . 7Hz), 7. 40 (1H, dd, J = 8. 8, 2. 5Hz), 

7. 45 (1H, brs), 7. 49 ( 1 H, d, J = 2. 5Hz) 7. 70 (1 

H, br), 11. 96 (1H, brs). 

$115 4 : 5 4 

Mtl T. 5-^PDfDf/^ M5-^nn-2-'>7/7=yy^ffi 

wc$i 3 1 

JRs£ : 9 0 . 0 % 
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1 H — NMR (DMS O— d 6 ) : 5 7. 09 (1H, d, J = 9. 0Hz), 7. 

53 ( 1 H, ddj J = 8 . 7, 3. 0Hz), /. 82 Cl H, d d , J 8 . 

7, 2. 4Hz), 7. 95 ( 1 H, d, J = 3. 0Hz), 8. 07 (1H, d, 

J = 2 . 4Hz), 8. 36 (1H, d, J = 9. OHz), 11. 11 ( 1 H, 
s), 1 2. 3 6 (1 H, s). 

m 1 5 5 : 15 5 ©|43t 

l/t, (N, N-'^f;^/V7 7^ 

)V) -2-/ V ^§r/BV'TM3 £ P4SI©tftf : E&''fTV\ Sr# 

fc o 

: 4 4. 8% 

*H — NMR (CDClj): 8 1. 17 (6H, t, J = 7. 3Hz), 3. 2 

9 ( 4 H, q, J = 7 . 3Hz), 4. 05 (3H, s), 7. 00 (2H, dd, 

J = 2 . 3, 8. 9 H z ) , 7. 41 (1H, dd, J = 2. 3, 8. 9Hz), 

7. 48 (1H, d, J = 2. 6Hz), 7. 65 (1H, dd, J = 2. 3, 8. 

6 Hz), 8. 5 6 (1H, br. s), 8. 8 4 ( 1 H, d, J = 2. 3Hz), 
11. 8 2 (1H, s). 
m 1 5 6 : 15 6 ©.-f&£4&©SB£ 

J^sfi LT, 5-*nniJ-y?vVSfe % W-2-^pn-5-^bD7=!)2|:ffi 
V'T09 3 t l*|;gS©lfefl s £fTV\ 

: 7 3 . 3 % 

X H — NMR (CD 3 OD) :6 6. 9 8 (1 H, d, J = 8. 6Hz), 7. 4 

3 (1H, dd, J = 2 . 6, 8. 6 Hz), 7. 74 (1H, d, J = 8. 9H 
z), 7. 99 (1H, dd, J = 3. 0, 8. 9Hz), 8. 08 (1H, d, 

J = 2 . 6 H z ), 9. 51 (1H, d, J = 2. 6Hz) 

1 5 7 : \\&m ## 15 7 

Mi tt, 5-^nntPf^is RXI5- (N-7* /b) - 
2-> hdr'>T^y fcR«©Sfef£«:?TV\ 
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J ■ 4 0 . 3 % 

1 H — NMR (DMSO — d 6 ) : 8 3. 9 9 (3H, s), 7. 09 (2H, d 



d, 


J = 6 . 6, 6 


. 9 H 


z), 7. 


2 4 


: (1H, 


d, J = 


8. 6Hz), 


7. 


, 3 


5 


( 2 H, d d, 6 


• 9, 


7. 3 H 


z), 


7.4 9 


( 1.H, 


d, J = 2. 


3, 


8. 


9 H z ), 7. 7 7 


( 3 H, 


d, J = 


8. 


6 H z ), 


8.0 0 


(1H, s), 


8. 


9 


7 


(1H, s), 10 


. 1 7 


(1H, 


s ), 


10.9 


1 (1H, 


s), 12. ] 


L 1 


(1 


H, 


s ). 



















#115 8 : ih'a 15 8 

LT > 5 - ^ n n f- y &U? 2 , 5 b*^T=- V 

W : 7 3.9% 

1 H — NMR (CD C 1 3 ) : 5 3. 8 2 (3 H, s), 3. 9 3 (3H, s), 

6. 6 6 (1H, d d, J = 3. 0, 8. 9Hz), 6. 8 6 (1H, d, J = 8. 

9Hz), 6. 9 8 (1H, d, J = 8 . 9 Hz), 7. 3 9 ( 1 H, d d , J = 
2. 6, 8. 9Hz), 7. 47 (1H, d, J = 2. 6 Hz), 8. 08 (1H, 

d, J = 3. 0Hz), 8. 60 (1H, br. s), 12. 03 ( 1 H, s). 

#Jl 5 9 : 1 5 9 <D{b&®<omk 

IfFMt Its RXf 5 -T±^^T 5. J - 2 - ^ b*'>T 

-v ^srfflv'T#i3 

: 1 6 . 9 % 

1 H — NMR (DMSO-d 6 ): 8 2. 01 ( 3 H, s), 3. 85 (3H, s), 

7. 03 ( 2 H, t, J = 9 . 6Hz), 7. 49 (2H, dd, J = 8. 9, 9. 

2 H z ), 7. 96 (1H, s), 8. 51 (1H, s), 9. 87 (1H, s), 
10. 82 (1H, s), 12. 03 (1H, d, J=4. 0Hz). 

#116 0: 160 

Mi Lt x 5-^nnf!)f;v^, RZ/5-y h ^r'>— 2 — y ]) 

fflv'T#i3 «s{b-a«#fc 0 
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W : 1 0 0 % 

X H — NMR (CDC 1 3 ) : 5 2. 29 ( 3 H, s), 3. 8 2 (3H, s), 

6. 75 (1H, dd, J = 2 . 6, 8. 2Hz), 7. 00 (1H, d, J = 8. 
9Hz), 7. 16 ( 1 H, d, J = 8 . 6 H z ), 7. 38 (1 H, d, 2. 3 

Hz), 7. 41 (1H, dd, J = 2 - ' 3 , 8. 9Hz), 7. 48 (1H, d, 

J = 2 . 3Hz), 7. 70 (1H, br. s), 11. 92 (1H, s). 

$116 1 : &&&&■& 16 1 

Mitt, 5-^PPf!)f/^ X.tf2, 5—S?7b*'>T-y 
$13 

: 7 3 . 9 % 

*H — NMR (CDC 1 3 ) '• 8 0. 98 (3H, t, J = 7. 2 H z), 1 . 0 

5 ( 3 H, t , J = 7 . 2 H z ) , 1. 44-1.65 (4H, m), 1. 72- 
1. 7 9 ( 2 H, m), 1. 8 1-1. 9 1 ( 2 H, m), 3. 9 7 (2H, t, 

J = 6. 3 Hz), 4. 07 ( 2 H, t, J = 6. 3Hz), 6. 64 (1H, d 
d, J = 9 . 0, 3. OHz), 6. 85 ( 1 H, d, J = 9. 3Hz), 6. 9 
9 (1H, d, J = 9 . OHz), 7. 39 ( 1 H, d d, J=8. 7, 2. 4H 
z), 7. 44 (1H, d, J = 2 . 7 H z ) , 8. 08 ( 1 H, d, J = 3. 0 
Hz), 8. 76 (1H, s), 12. 08 ( 1 H, s). 

$116 2 : 16 2 

: 5 9 . 7 % 

‘H-NMR ( C D C 1 3 ) • S 0.97 (6 H, d, J = 6. 6Hz), 1. 0 
3 ( 6 H, d, 6. 6 H z ), 1. 6 4-1. 9 8 ( 6 H, m), 3. 99 (2H, 
t, J = 6 . 6 H z ) , 4. 09 (2 H, t, J=6. 3Hz), 6. 63 (1H, 
dd, J = 8 . 7, 3. OHz), 6. 85 ( 1 H, d, J = 8. 7Hz), 6. 
98 (1H, d, J = 8 . 7Hz), 7. 38 (1H, dd, J = 9. 0, 2. 4 
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Hz), 7. 43 (1H, d, J = 2 . 7Hz), 8. 09 (1H, d, J = 3. 
0 H z ) , 8. 75 (1H, s), 12. 08 ( 1 H, s). 

m 1 6 3 : { 16 3 (Dfc'g-tyKDmm 

5-^aaf JJf/l/i, &tf5 -#yW^^yV- 2 
y y^fflV'TM3 £|i?1§0SfmTV\ 

: 3 1 . 2 % 

'H-NMR (CD 3 OD): 5 4. 8 6 ( 3 H, s), 6. 93 (1H, d, J 

= 7. 6Hz), 7. 18 (1H, d, J = 8 . 6Hz), 7. 35 (1H, dd, 

J = 3. 0, 7. 6 H z ), 7. 47 ( 1 H, dd, J = 2. 0, 8. 6Hz), 

8. 00 (1H, d, J = 3 . OHz), 8. 80 ( 1 H, d, J = 2. OHz). 

$ii64 ■ 164 (Dfc&mtDm )t 

SSt It, 5 -^ net!) RU5- [(1, 1-v^^yu) ycnf/is] 

- 2 - 7 = y **yT=- v 3 1 

HSL^ : 6 5 . 2 % 

'H-NMR (CD Cl 3 ): 5 0. 6 9 (3H, t, J = 7. 6 Hz), 1. 2 

9 ( 6 H, s), 1. 64 ( 2 H, q, J = 7.. 6Hz), 6. 91 ( 1 H, dd, 

J = l. 7, 7. 6 H z ) , 6. 96 ( 1 H, d, J = 8. 9Hz), 7. 03 (2 

H, d, J = 8 . 9 H z ) , 7. 10 (1H, dt, J = l. 7, 7. 6Hz), 

7. 16 ( 1 H, d t , J = l. 7, 7. 6 H z ) , 7. 31-7. 40 (4H, 

m), 8. 42 (1H, dd, J = 2. 0, 7. 9Hz), 8. 53 (1H, br. 

s) 11. 9 4 (1 H, s). 

M 1 6 5 : 16 5 <D\'C&m(DW& 

LT. 5-^nnfy ^.1^2 5 - (y^yl^ 

yHtf^yw) T-y 
J&4* : 3 3 . 0 % 

X H-NMR ( C D C 1 3 ) : 5 0. 9 2 (3H, t, J = 6. 9Hz), 1. 4 

0-1. 59 ( 6 H, m), 1. 90-2. 01 ( 2 H, m), 3. 09 (3H, 
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s), 4. 22 ( 2 H, t, J = 6. 3Hz), 7. 01 (1H, d, J = 8. 9 

Hz), 7. 06 (1H, d, J = 8. 6Hz), 7. 4 0-7. 4 3 (2H, m), 

7. 73 (1H, dd, J = 8 . 6, 2. 3Hz), 8. 74 (1H, brs), 

8. 99 (1H, d, J = 2. 3Hz), 11. 76 (1H, s). 

m 16 6 : 16 3 

JgON-tLT, RV3' -75/- 2, 2, 4’ - b ]) ^ 

JRS(S : 4 4 . 8 % 

X H — NMR (CD C 1 3 ) • 6 1. 38 (9 H, s), 2. 38 (3H, s), 7. 

01 (1H, d, J = 8. 9 Hz), 7. 31 (1H, d, J = 7. 9Hz),7. 
42 (1H, dd, J = 8 . 9, 2., 6Hz), 7. 53 ( 1 H, d, J = 2. 6 

Hz), 7. 57 (1H, dd, J = 7. 9, 2. OHz), 7. 83 ( 1 H, b 
r s), 8. 11 (1H, d, J = 2. OHz), 11. 82 ( 1 H, s). 

Ml 6 7 : fc-g-fe## 16 7 

Mi bt, 5 p Df]J S.17 5 — ^ 2 - ( 1 - t"P !) ;U) 

: 5 3 . 4 % 

1 H— NMR (CDC 1 3 ) : 5 2. 4 6 (3H, s), 6. 51 — 6. 52 (2 

H, m), 6. 8 2-6. 8 5 ( 3 H, m), 6. 9 3 ( 1 H, d, J = 8. 9H 

z), 7. 06 (1H, d, J = 7 . 9Hz), 7. 30 (1H, d, J = 7. 9 

Hz), 7. 3 2, (1H, dd, J = 2 . 3, 8. 9Hz), 7. 61 (1H, s), 
8. 29 (1H, s), 11. 86 (lH. br. s). 

M 1 6 8 : 16 8 ©‘ffrg^©$£3i 

L*C, 5-^nnt!)f^| ( $.17 5 n n - 2 - b V 

V'TM3 £ Sr?TV\ £r#7c 0 

J&ip :8.0% 

X H — NMR (CDC 1 3 ) : 5 2. 38 (3H, s), 7. 02 (1H, d, J 
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= 8 . 9 H z ) , 7. 25-7. 31 (3H, m), 7. 46 ( 1 H, dd, J = 

2. 6 , 8 . 9 Hz), 7. 68 (2H, d, J = 8 . 6 Hz), 7 . 74 ( 1 H, 

d, J = 2 . 3 H z ), 7. 96 ( 1 H, d, J = 8. 6 Hz), 8 . 56 ( 1 H, 

d, J = 2 . 0 H z ), 10. 75 (1H, s), 11, 70 (1H, s). 

Ml 6 9 : 16 9 

W-Mb LT, 5 - ^ n u f- y ]k.Xf 2 - 9 a a - 5 - h i//UT=- V 

v'Tfi3 

: 4 3 . 5 % 



1 H — NMR (CDC 1 3 ) : 8 


2. 


3 8 (3 H-, s ), 


7. 0 2 


(1H, d, . 


= 8. 9 H z ) , 7.2 7 (1H, 


d, 


J = 7. 9H z), 


7. 2 9 


(1 H, d d, 


J = 2 . 0, 6. 6 H z ) , 7. 


4 6 


(1H, dd, J = 


-- 2 . 3, 


8. 9 H z ), 



7. 68 ( 2 H, d, J = 8 . 6 H z ) , 7. 73 ( 2 H, d, J = 2. 3Hz), 

7. 97 (1H, d, J = 8. 6 H z ) , 8. 56 ( 1 H, d, J = 2. OHz), 

10. 73 (1H, s), 11. 71 (1H, s). 

09 1 7 0 : 17 0 (Dfc&!&)<Dmm 

WMbisXs 18012 — yjv^rxj- 5 — 

; u) t-v bmm<D$irEZft\,\ 

JDU|S : 2 8 . 8 % 

'H-NMR (CDC 1 3 ) : 6 3. 12 (3H, s), 7. 0 3 (1H, d, J 

= 8. 9 H z ) , 7. 38 (1H, dd, J = 8. 6, 10. 2Hz), 7. 45 

(1H, dd, J = 2 . 3, 8. 9 H z ), 7. 53 ( 1 H, d, J = 2. 3Hz), 

7. 80 (1H, ddd, J = 2 . 3, 4. 6, 8. 6Hz), 8. 25 (1H, 
s), 8. 98 (1H, dd, J = 2 . 3, 7. 7Hz), 11. 33 ( 1 H, b 
r . s ). 

m 1 7 1 : 17 1 (D^m^Wk 

Mi Ut, 5-^PPf! 1 $ 0 $ 2 -* h%'>-5-7^/^'>T-y 

v^vn-c0!|3 
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: 7 7 . 0 % 

iH-NMR (CDC 1 3 ) : 8 3. 98 ( 3 H, s), 6. 80 (1H, d, J 

= 8. 8Hz), 6. 90 (1H, d, J = 8. 8Hz), 6. 95 7. 00 (3 

H, m), 7. 04 — 7. 09 ( 1 H, m), 7. 29-7. 35 ( 2 H, m) , 7. 

3 8 (1H, dd, J — 8 . 8, 2. 6Hz), /. 47 (1H, d, J — 2. 6 
Hz), 8. 19 (1H, d, J = 2 . 9Hz), 8. 61 (1H, brs), 11. 

9 2 ( 1 H, s ) . 

$J 1 7 2 : 17 2 

fgLftblsX' 5-^onfyf-^ W3-7';/-4-/f/H^7x^ 
JEV'-C$I3 
W : 4 7. 7% 

1 H— NMR (DMS O— d 6 ) : 6 2. 33 (3H, s), 7. 06 (1H, d, 

j = 8 . 7 Hz), 7. 4 3-7. 5 2 (4H, m), 7. 6 4-7. 6 7 ( 2 H, 

m), 8. 04 (1H, d, J = 2 . 7Hz), 8. 19 ( 1 H, d, J = l. 5 

Hz), 10. 40 (1H, s), 12. 22 (1H, s). 

$117 3 : 17 3 (D\\&fy)(n>W-& 

5-^notDf/^ Rtf 5— (a, a—'Jf — 

2-? vSrfflV'-C#!l.3 

JR3* : 8 9 . 0 % 

i h — NMR (CDC 1 3 ) ■ 5 1. 72 ( 6 H, s), 3. 93 (3H, s), 

6. 83 (1H, d, J = 8 . 8 H z ) , 6. 93 (1H, dd, J = 2. 6, 8. 
8Hz), 6. 96 (1H, d, J = 9. 2Hz), 7. 15-7. 20 (1H, 
m), 7. 2 5 — 7. 2 8 (4H, m), 7. 36 ( 1 H, dd, J = 2. 6, 8. 

8 H z ) , 7. 46 (1H, d, J — 2 . 6Hz), 8. 35 ( 1 H, d, J = 2. 

6Hz), 8 . 51 (1H, s), 12. 04 (1H, s). 

$117 4: ■fb'a «$!##■ 174 

r 

tt, 5 — $ U n f-JJ s.t^5 — y y — 2 — ^ h nT— !) ^ 
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J&ip : 4 . 1 % 

1 H — NMR (DM SO— d 6 ) : 8 3. 46-3. 52 (4 H, m), 3. 85 

-3. 94 (4 H, m), 7. 03 ( 1 H, d, J = 8. 8Hz), 7. 47 (1 
H, dd, J = 2 . 9, 8. 8Hz), 7. 80 (1H, dd, J = 2. 6, 8. 
8Hz), 7. 82 (1H, d, 3 = 2. 6Hz), 7. 88 ( 1 H, d, J = 8. 

8Hz), 8. 20 (1H, d, ] = 2. 2Hz), 10. 70 (1H, s), 11. 

4 3 (1H, s) 

m 1 7 5 : 175 

bt, (1— 

,u) 7=-v 7^m^xms 

JRSp : 3 3. 8% 

1 H — NMR (DMSO-dJ : 8 6. 9 9 (1 H, d, J = 8. 8 Hz), 7. 

1 2 — '7 . 1 9 (2 H, m), 7.. 4 2-7. 5 1 (3H, m), 7. 8 9 ( 1 H, 

d , J = 2 . 8 H z ) , 7. 93 ( 1 H, d, J = l. 1Hz), 8. 34 ( 1 H, 

dd, J = ll. 4, 2. 8Hz), 10. 39 (1H, s), 11. 76 (1H, 
b r s ) . 

M 1 7 6 r 1 7 6 

v'-c#i3 ^ mmik&yozmco 

W : 1 5 . 3% 

1 H — NMR (CDC 1 3 ) : 5 0. 9 9 (3H, t, J = 7. 3 Hz), 1. 3 
9-1. 51 ( 2 H, m), 1., 59-1. 73 (2H, m), 2.71-2. 7 
9 ( 2 H, m), 7. 03 ( 1 H, d, J = 8. 9Hz), 7. 41-7. 49 (3 
H, m), 7. 92 (1H, s), 8. 07 ( 1 H, dd, J=2. 3, 8. 4H 
z), 8. 75 (1H, d, J = 2. 4 H z ) , 11. 51 ( 1 H, s). 
ffl 1 7 7 : 17 7 & 
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5-^nnfyf^ RTfi 5- [(1, l-S^^vu) 7°n tW] 
- 2 - 1 Ko^'>7= V 3 P«Oiftf^SrffV\SjS'fk:^4fcSr»fco 

lW : 3 6 . 0 % 

: H — NMR (CDC 1 3 ) : 5 0. 7 0 (3H, t, J = 7. 4Hz), 1. 2 

8 ( 6 H, s), 1. 63 ( 2 H, q, J = 7. 4Hz), 6. 97 ( 1 H, d, 

J = 6 . 3 H z ) , 7. 00 (1H, d , J = 6 . 6Hz), 7. 08 (1H, s), 

7. 14 (1H, dd, J = 2 . 5, 8. 6Hz), 7. 36 (1H, d, J = 2. 
2Hz), 7. 42 (1H, dd, J = 2. 5, 8. 8Hz), 7. 57 (1H, 
d, J = 2 . 5 H z ) , 8. 28 (l'H, s), 11. 44 ( 1 H, s). 

#117 8 : 17 8 

5-7Dnt!)f/^ 2 — ^ H ^v'- 5 — ^ f/i^7 =■ H V 

/ 

JR^s : 7 4. 2 % 

1 H — NMR (DMSO-d 6 ): 6 2 . 27 (3H, s), 3. 85 (3H, s), 

6. 90 (1H, dd, J = 9 . 0, 2. 4Hz), 6. 98 (1H, d, J = 9. 

0 H z ), 7. 05 (1H, d, J = 9 . 0Hz), 7. 47 (1H, dd, J = 
9. 0, 3. 0Hz), 7. 97 (1H, d, J = 3. 0Hz), 8. 24 (1H, 

d, J = 2 . 4Hz), 10. 79 (1H, s), 12. 03 ( 1 H, s). 

#0179: 179 

Milt, 5-^nnf!lf/^ &tf2, 5-^tB7=!)>Wt 
#J3 

iR^ : 8 1 . 5 % 

‘H-NMR (DMS O— d 6 ) : 8 6. 98-7. 0 7 ( 1 H, m), 7. 07 
(1H, d, J = 9 . 0Hz), 7. 3 7- 7. 4 9 (1H, m), 7. 52 (1 
H, dd, J = 8 . 7, 3. 0 Hz ), 7. 95 ( 1 H, d, J = 2. 7Hz), 

8. 15-8. 22 (1H, m), 10. 83 (1H, s), 12. 25 (1H, 

s ). 



200 




WO 03/103654 



PCT/JP03/07119 



m 1 8 0 : {b 1 8 0 (D\\&fy)<DWk 

Lt, 5-^nnfyf/^ M3, 5-'^7^B7=Jly^V't 

mz t 

W : 8 2. 0% 

X H — NMR (DMSO-d- 6 ) : 8 7. 00 (1 H, t t, J = 9. 3, 2. 

1), 7. 03 (1H, d, J = 9 . 0 H z ) , 7. 47 (1H, dd, J^7. 
5, 2. 7Hz), 7. 4 9 (1H, d, J = 2. 7Hz), 7. 51 ( 1 H, d, 

J = 2 . 1Hz), 7. 82 (1H, d, J = 3 . OHz), 10. 63 (1H, 
s), 11. 43 (1H, brs). 

#n 1 8 1 : &&&>&%■ i8i 

Sit Lt, 3-tKn^t7^vy-2-^/l'Jl?yi 1 M3, 5 u 

D7-!) ^^:fflV'T#i|3 £PJ#0|j|f|s«:?rV\ 

: 4 4 . 3 % 
mp 254 — 255 °C. 

1 H — NMR (DMS O-d 6 ) : 5 7. 3 4- 7. 3 9 (3 H, m), 7. 49 

-7. 5 4 (1H, m), 7. 7 6-7. 7 9 (1H, m), 7. 8 9 (2H, d, 

J = l. 8Hz), 7. 92 (1H, m), 8. 39 ( 1 H, s), 10. 75 (l 
H, s), 11. 0 1 (1H, s). 

m 1 8 2 : {b^#-^ 18 2 ©JM6 

JBRftfcbT* 2 - t Kn Ky- 1 - 25.03, 5-v^n 

n7=!) >£fflV'T#!l3 Mfb£«#fc 0 

: 51. 2 % 
mp 246-248 °C. 

‘H— NMR (DMSO-d 6 ) : 5 7. 26 (1 H, d,J = 9. 3Hz), 7. . 

3 1- 7. 37 ( 2 H, m), 7. 44-7. 50 (1H, m), 7. 65-7. 
68 (1H, m), 7. 8 5-7. 9 0 (4H, m), 10. 23 ( 1 H, s), 1 
0. 7 4 (1H, s). 
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m 1 8 3 : 18 3 (D\^m 

IS 5 C 7 U : S i gma-A 1 d r i c htt 
% K## :S01361-8 

®\1 8 4 : 8 4<Dfc&QKDm&. 

Ut v 5 — ^ u P — 2 — t Kp^i/=afy^, S-t^S, 5 — tf* [(1, 

r~ y >& jbv'-c09 7 5 tia^b-a* 

W : 5 9 . 1 % 

X H — NMR (DMSO— d 6 ):5 1 . 29 (18 H, s), 7. 18 (1H, 

t, J = l. 8Hz), 7. 52 (2 H. d, J = l. 8Hz), 8. 07 (1H, 
d, J = 2 . 4 H z ) , 8. 35 (1H, d, J = 3. 3Hz), 11. 92 (1 
H, s), 1 3 . 1 0 (1 H, s ). 

m 1 8 5 : 18 5 (Dik^fyKDm . :it 

( 1 ) 2 — TXS — 4 - [( 1 , 1 — 

1 -y'n^e- 3 , 3 —&/> 2 — Z?$ / > (5. 0 3 g , 28. 1 mm o 1 h 

(2. 35g, 30. 9mmo 1), (3 0mL) 

£1. 5B#Pe1M»D/c 0 ISfP^TklSt'?- h y 

L/Co @R^5VWS£tR, gfrfP^^TRT-JiK 
JjSfjVijy&lrv-? WJ-7 4— 2 : 1-»1 : 1 ) 

tflbt, iiMoteM* (3. 9 9 g j 9 0 - 9%) £#fc 0 
J H — NMR (CD C 1 3 ) : 5 1. 26 (9H, s), 4. 96 (2H, brs), 

6 . 0 9 (1 H, s). 

&T (D’$!M&\\Z.$o\ i 'X&\ 1 8 5 (1) 

Ltfl A^cD^&^WCo 

(2) 2-T± R^'>-5-y'n^-N- {4- [(1, 1 -'Sf-^JV) 
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7-7'/— As— 2— 4 A*} ^yX7 $ K 

WMt LT,2-7t h ^r'>- 5 -7'n ^ ggf t JtF 2 - 7 - 4 - [( 1 , 

!-*?*?- As) =*^VU] ^T'S-As^m \,'XM 7 5 t t!M{b 

JfcJfc : 5 9 . 4 % 

'H-NMR (CDC 1 3 ) : 5 1. 3 1 (9H, s), 2. 44 (3H, s), 

6. 60 (1H, s), 7. 13 (1H, d, J = 8. 4Hz), 7. 68 (1H, 
dd, J = 8 . 7, 2. 4Hz), 8. 17 (1H, d, J = 2. 4Hz), 9. 

72 ( 1 H, b r s ). 

[2-Ti? : T 3 — n • y 

7*4 %/7As * 5 h i* “ (European Journal of Medicinal Chemistry) J, (!7 

7^*), 1 9 9 6^, f3li, p. 8 6 1 -8 7 4£#MU JI$-£ bT. 5 
y fvHfe, 4;;. (.1 ) 

mc 0 244 ( 1 ) ^ 

(3) 5-^P^-N- { 4 - [(1, 1 = 3 - 7 'J—)V- 2 - 

dbW — 2 — t KP^r^yX7 5 K (^^#^-1 8 5) 

2-T-fe h^r'>— 5 -y'n^e-N- {4- [(1, 1 -^y^/V) ^JV\ =?~7'/ 
“/U-2-J/H ^yX7U' (10 0. lmg, 0. 2 5mmol) Orh7 
tKn77V(3mL) 2 h y ( 0 : 2ml) £r#nx.. 

^&X2 0#|im#b7c o 

mmm-jisM&mft i^TKXSfc^. dffiTRra^hy 

y7°n UT, 

(7 0. lmg, 7 8. 9%) & #fc 0 

1 H — NMR (DMS O— d 6 ) : 5 1 . 3 0 (9 H, s ), 6 . 8.0 (1 H, b 

r s), 6. 95 (1H, brs), 7. 57 (1H, brs), 8. 06 (1H, 
d, J = 2 . 4Hz), 11. 82 (1H, brs), 13. 27 (1H, brs). 

M 1 8 6 : 18 6 <D{ b'g'^COMit 
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(1) 2-Tir 5 (5 — ^p^- 4 - [(1, l-'^X^ 

}V) 2 — f/W ^7$ K 

2 — x-fe- Y^r'y- 5 — r/o^E— N— {4— [(1, 1 —itt’f'jV) =f- 7 '/ 

— JV— 2 —4 A*} -<>X7 5; K (Ml 8 5 (2) CDlk-a-ty) ; 0 . 2 0 g, 0. 5 
0 mm o 1 ) OTt h ]) A' (1 OmL) N-7n^a/>^^ ^ K 

(9 7. 9mg, 0. 55mmol) 

fJpA'jJV'k# ut b ^77-f- (n — 

: 1) t#»LT, t l>T#fc 0 

(2) 5 -y'n^e-N- { 5 -Zfv^r- 4 - [(1, ^^vv] 

'/.—jy- 2-^M -2-t Kn^vXT^ K (fb^#-^ 1 8 6) 

2-T-fe b^riy- 5 -X'p^e-N- {5— X'n^E— 4- C(l, 1 — 
V s X ^vu) f-rX-/ w- 2->f/W "<yX7 5 2 i: 

■aM£«rf?v\ 

: 9 0 . 9 % ( 2 I@) 

1 H — NMR (DM S O— d 6 ) *• 5 1. 42 (9H, s), 6. 99 ( 1 H, d, 

J = 8 . 7 H z ) , 7. 6 1 (1H, dd, J = 8. 7, 2. 7Hz), 8. 02 
(1H, d, J = 2 . 4Hz), 11. 7 9 ( 1 H, brs), 1 2. 0 0 (1H, 
b r s ) . 

m 1 8 7 : 18 7 

IftHt, 5 - 'J f /Hg, W2 - 7 ^7 - 5 - Xn^- 4 - (hy 

7 ^T'/— /I'SrJSV'-C# 13 i: P^©i&f£<HTV\ liS-fb-o^^r# 
7c 0 

J&y£ : 22. 4 % 
mp215*C(dec.). 

1 H — NMR (DMS 0— d 6 ) : S 7. 00 (lH, d, J = 8. 8Hz), 
7. 61 (1H, dd, J = 8 . 8, 2. 8Hz), 7. 97 (1H, d, J = 2. 

4 H z ) . 
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[2 -7^ / - 5 -7n^-4 - ( h y 37/M*n ^ =f-;V) ‘ 

As ' ' y ^''7 i p t ^ ^ ^ ^ h JJ ' — (Journal of Heterocyclic 

Chemistry) J, OfcB), 199 1^, I28t, p. 10 17#|] 

#1 1 8 8 : 18 8 

(1) /UT± h V As 

\'/*v4AsT±b—bVA'(i: 00g, 7. 99 mmol) (1 

5 m L) > R (1. 4 2 g, 7. 9 9 mm o 1 ) 

1 5))W»Lfc 0 

TI&*U tt?RS:»ES*LT#6)tLfcSWSSr'>y # 7 A * iaV 

7- (n-^rf-^ : ftgfeo:^yl/=4 : 1) t*«SLT, 

4 As (1. 4 3 g , 8 7. 9%)£#fc 0 

X H-NMR (CDC 1 3 ) : 5 1. 3 3 (9H, s), 5. 10 ( 1 H, s). 
£JIT©IIJ6#!IK:*5V'T« 1 8 8 (1) 

h LTIt N-^P^^i/WUWfc. LTW\ M 

(2) 2-757-5-5/77-4- [(1, 1 - f-/U) m^/p] ,p 

a -7 p?- tV^n^yPT-fe h — h y ;K UT&Ffl^X 

mi 8 5 (1) 

Jfc$ : 6 6 . 3 % 

X H-NMR (CDC 1 3 ) : 8 1. 4 1 ( 9 H, s), 5. 3 2 (2H, s). 

(3) 5-i7nc!-N- {5-'777-4- [(1, I-*?*?- As) ^/Uj 

'/—As- 2 —4 As) — 2 — t Kn^^y/7 5 K 8 8) 

5-^cnt!)f/H, M2-757-5-'y77-4- [(1, 
i-S^^vi") ^5vb] ^T'/-/v§:fflV'TM3 
fe£#fc 0 
W : 6 3 . 4 % 

‘H-NMR (DMS O— d 6 ) : 8 1. 43 (9H, s), 7. 06 (1H, d, 
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j = 8 . 7 H z ), 7. 51 (1H, dd, J = 8. 7, 3. OHz), 7. 85 

(1H, d, J = 2 . 7Hz), 12. 31 ( 2 H, br). 

$J1 8 9 : itOrVo^l 8 9 

5 -y'a^r-f-y lk.lf-2—T % y -5—1/T J - A— C(l, 

\ ($118 8 (2) £/8VNT$!l3i 

J&Sp : 6 1. 3% 

1 H~ NMR (DMSO-d 6 ): 8 1.43 (9H, s), 7. 00 ( 1 H, d, 

J = 8 . 7Hz), 7. 62 (1H, dd, J = 8. 7, 2. 7Hz), 7. 97 

(1H, d, J = 2 . 7Hz), 11. 75 (1H, br), 12. 43 ( 1 H, 

b r ) . 

$119 0 : ft-o 19 0 <7>fl7o 

m'XM3 t 

W : 1 2 . 9 % 

1 H — NMR (DMSO-d 6 ) : 8 2.3 3 (3H, s), 6.9 1 ( 1 H, d, 

J = 7 . 6 H z ), 7, 26 (1H, s), 7. 54 ( 1 H, d, J = 9. 6Hz), 

8. 0 3 (1 H, d, J = 2. 8H z). 

$119 1 : #-§- 19 1 <D\k-& 

W2-757-4, 5-^fW'/ 

iW : 1 4 . 4 % 

‘H-NMR (DMSO— d 6 ) : 5 2. 18 (3H, s), 2. 22 (3 H, s), 
6. 89 (1H, d, J = 8 . 8 H z ), 7. 51 ( 1 H, d, J=6. 8Hz), 
8. 02 (1H, d, J=2. 8 H z ), 13. 2 3 ( 1 H, brs). 

$119 2 : 19 2 <D\k&m<DW& 

UT, 5 — Zf ‘JvHisL W2-75/-5-^f/l'-4-7xr: 
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W : 2 7 . 7 % 
mp 2 4 3-2 4 4 °C. 

a H— NMR (CD 3 OD) : 8 2. 4 7 (3H, s), 6. 9 2 (1H, d, J 
= 8. 7Hz), 7. 36-7. 41 (1H, m), 7. 4 4-7. 5 0 (2H, 
m), 7. 53 (1H, dd, J = 9. 0, 2. 7Hz), 7. 57-7. 61 (2 
H, m), 8. 16 (1H, d, J = 2. 7Hz) . 

[2 -75/ - 5-^f/l'-4-7x^W'/“^: • 

' If • 37 T — =?■ V If Pc.'T’-f * X (Yakugaku Zasshi: 

Journal of The Pharmaceutical Society of Japan) J, 19 6 l^F, Jjf§ 8 1 ^=f, 
p . 1 4 5 6 #RS] 

Ml 9 3 : 19 3 

(4-7A/tP7x^) 7th7^V^!)18 8 (l) ~ (3) 

I»: 2 8. 8% (3Ig) 

(1) a-7of- (4-:7/W;d-n7:*— 7^) 

1 H — NMR (CD Cl 3 ) : 5 2. 33 (3H, s), 5. 41 (1H, s), 

7. 07 ( 2 H, t, J = 8 . 7Hz), 7. 43 (2H, dd, J = 8. 7, 5. 

1 H z ) . 

(2) 2-757-4-^f/P-5- (4-7MP7x=/l) >7'/-/V 

1 H — NMR (CD C l 3 ) : 5 2. 2 7 (3H, s), 4. 8 8 (2H, s), 

7. 0 7 ( 2 H, t , J = 8 . 7 Hz), 7. 3 2 ( 2 H, d d, J = 8. 7,5. 

4 H z ) . 

(3) 5 -Xn^E— N- [4-J^/U- 5- (4 - 7 /Hr* 7 3--/V) ^T'/- 

7W-2-^/K) — 2 — t K ab^#-^l 9 3) 

1 H — NMR (DM S O— d 6 ) : 8 2. 3 6 (3H, s), 6. 95 (1H, d, 

J = 8 . 4Hz), 7. 33 ( 2 H, t, J = 8. 7Hz), 7. 52-7. 59 
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( 3 H, m), 8. 06 ( 1 H, d, J = 3. 0Hz), 12. 01-13. 65 
( 2 H, b r ). 

#|1 9 4 : 'ft^#?#-5§-l 9 4 (D\^fy)<OW£& 

LT, 3 - ( b y 7 T#J 18 8(1) 

~ (3) TV\ 

JR*S : 3 9 . 8 % ( 3 It) 

(1) a-7'n ; t-3- (M)7/^D^f/l') 7i^/V7tFy. 

1 H — NMR (CDC 1 3 ) I : 5 2. 3 8 (3H, s), 5. 4 3 (1 H, s), 

7. 52 (1H, t, J = 7. 8 H z ) , 7. 61-7. 66 ( 2 H, m), 7. 

6 9 - 7. 7 0 (1 H, m). 

(2) 2-7^y-4-^f^-5- [3- 0'^7/^n^f/V) ;7^-7K] 
f7'/“/V 

1 H — NMR (CDC 1 3 ) "• 5 2. 3 2 (3H, s), 4. 95 (2H, s), 

7. 4 6 — 7. 5 6 ( 3 H, m), 7. 59 — 7. 61 ( 1 H, m). 

(3) 5-^n^e-N- {4-^^/V-5- [3- (H)7/Vto^f^) 7 ^ 

-;\y~] f77 — ;V— 2 —A — 2 — t Ko :3 rv'^yX7 ^ K 1 9 

4) 

1 H — NMR (DMSO- d 6 ) : 5 2. 40 (3H, s), 6. 97 (1H, d, 

J = 8. 7Hz), 7. 59 (1H, dd, J = 8. 7, 2. 4Hz), 7. 71 
-7. 84 (4 H, m), 8. 06 ( 1 H, d, J = 2. 4Hz), 12. 09 (l 
H, br), 12. 9.1-13. 63 (1H, br). 

#J 1 9 5 : 19 5 i 

IlON-i: 2, 2 — 'J? 1 ‘f’/l'— 3 — ^• :3 rf'/ 1 8 8 (1)~(3) 

kmWkvWkVEZi yV\ 

JR§£ : 1 7 . 0 % ( 3 IS) 

(2) 2-757-4 - [(1, 1— vM^/l^) - 5 -xf^f7'/'- /V 

'H-NMR (CDClj) : 8 1. 21 (3 H, t, J = 7. 5 H z ), 1. 3 
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2 ( 9 H, s), 2. 79 (2H, q , J = 7. 5Hz), 4. 63 ( 2 H, br 

s). 

(3) 5-7'p^-N- {4- [(1, - 5 -^ /U ^ r 

)V-2-4M -2-fc Kn K ttfc£^#-§-l 9 5) 

X H — NMR (CDClg): 5 1. 32 (3H, t, J = 7. 5Hz), 1. 4 

1 ( 9 H, s), 2. 88 (2H, q, J = 7. 5Hz), 6. 84 ( 1 H, d, 

J = 9. OHz), 7. 44 (1H, dd, J = 8. 7, 2. 4Hz), 8. .05 
(1H, d, J = 2 . 7 H z )., 11. 46 ( 2H, br). 

09 1 9 6 : 19 6 

WMb LT, 5-:/n^f-y5vkSt R&2-7S 5-7 = ^ 

J» : 1 7 . 4 % 
mp 224 — 225 °C. 

’H-NMR (DMS O — d 6 ) : 5 1. 24 (3H, t, J = 7. 6Hz), 

2. 70 ( 2 H, q, J = 7. 6Hz), 6. 95 (1H, brd, J = 7. 6 

Hz), 7. 3 9-7. 4 2 (1H, m), 7. 45-7. 51 (4H, m), 7. 

56 (1H, brd, J=8. OHz), 8. 06 ( 1 H, d, J = 2. 8Hz), 
11. 98 (1H, b r s) . 

Ml 9 7 : 9 7.<D4k&fy<Dmm: 

y/n 1 8 8 (1) ~ (3) ^IrI 

«©» f££?rv\ 

JR*5 : 4 . 4 % ( 3 IS) 

(2) 2-757-4 —I y^o fcVw— 5 — y 3i =.;\'=f-7 '/—jv 

'H-NMR (CDC 1 3 ) : 5 1. 23 (6H, d, J = 6. 6 Hz), 3. 0 

5 (1H, m), 4. 9 4 ( 2 H, s), 7. 2 8-7. 4 1 ( 5 H, m). 

(3) 5-y'n^--N- (4--f yy'n tVl— 5-7x=/Vf7/^ ;V- 2 —>( 

/U) - 2 - t Kb ^f'^yX7 $ K 19 7) 
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a H — NMR (DM S O— d 6 ) - 5 1.26 (6H, d, J — 6. 0Hz), 3. 

15 ( 1 H, m) , 6 . 9 8 ( 1 H, b r s ) , 7 . 4 3-7. 5 3 ( 5 H, in) , 
7. 59 (1H, b r s ) , 8. 08 ( 1 H, d, J = 2. 7Hz), 11. 90 
(1 H, brd), 13. 33 (1H, brd). 

^19 8 : 'fb'a 19 8 <D\ 

bfv 8 8 (1) ~ (3) t 

ti\ 

: 5 2 . 6 % ( 3 X^) 

(1) a-yo^-l — 7*.~}V- 2 X 

! H-NMR (CD C 1 3 ) : 8 0. 85 (3H, t, J = 7. 2Hz), 1. 1 

9—1. 32 ( 2 H, m) , 1, 50 — 1. 60 (2H, m), 2. 59 (2H, 
t d, J = 7 . 5, 3. 9Hz), 5. 44 ( 1 H, s), 7. 3 4 — 7. 4 5 (5 

H, m) . 

(2) 2— 7 5 / — 4— XfvV-5 — 7 

‘H- NMR (CDC 1 3 ): 6 0.89 (3 H, t, J = 7. 5Hz), 1. 2 
8-1. 41 ( 2 H, m), 1. 61-1. 71 (2H, m), 2. 56-2. 6 
1 ( 2 H, m) , 4. 87 ( 2 H, s), 7. 25 7. 40 (5H, m). 

(3) 5-7n^-N- (4-y^-5-7:c-/l^T'/-/l'-2-4'/V') - 

2_ t K 1 9 8) 

1 H — NMR (DM S O — d 6 ) ; 6 0.8 5 (3H, t, J = 7. 2 H z ), 1. 

23 — 1. 35 ( 2 H, m), 1. 59 — 1. 69 (2H, m),2. 7 0 (2 H, 
t, J = 7 . 2 H z ) , 6. 96 (1H, d, J = 6. 9Hz), 7. 39 — 7. 
59 ( 6 H, m), 8. 07 (1H, d, J = 2. 4Hz), 11. 93 (1H, 
br), 13. 18-13. 59 ( 1 H, br). 
f!l 1 ,9 9 : 1 9 9 

(1) 4— T'n^e- 2, 2, 6, 6 -t t'7^f/i'-3, 5 — 7 ( a 

— Xp^e-— s?fcV'*n>f 7 7 ) 
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2 , 2 , 6, 6-rh7^f^-3, 

1 . 0 0 g, 5. 4 2 mm o 1 ) (DE&'fkptm (1 OmL) N-T'o^e 

5 K (965. 8mg, 5. 4 2mmol) 2 

Lfc. *SS&i»iSLTIfc*U 

U, (1. 4 2 g , j&ftftj) £#7c 0 

1 H — NMR (CDC 1 3 ) : 5 1. 27 (18 H, s), 5. 67 ( 1 H, s). 

vxfcom&mK-is^'xmt .9 9 (d 

t Itli, N-^n^3/N^gjE>f $ K&JBV'fc. £7c, EJfcifcSSEi LTtt, B9& 

(2) 2-757-4- [(1, 1-577^) ^^/U] r -5- [(2, 2-577 

f-/U) =^T '/~ /V 

4- yaqe-2, 2, 6, 6-r (a— 7 

n^-i/tV<n7/V^^7; I. 42 g, 5. 40mmo 1), (4 5 

1 . 8 m g , 5 . 9 4 mm o 1 ) , ^7 7 — A* (1 5 m L) 2 HtFMTfflSft 

h v pATkmm tzbtt. 

mm^^wavtco 

b'J t >/ n 

iiM©S^i (1. 2 3 g , 9 4. 5%) ^#fc 0 
1 H — NMR (CDC 1 3 ) : 8 1. 26 (9H, s), 1. 29 (9H, s), 

5. 0 3 (2H, s). 

(3) 5-^pp-N- (4- [(1, l-'J/f-M -5- [(2, 2 

-577 5^) 7/n tr°7-^/W] 77 7-/1'- 2 — ^ /W — 2-t Kn^7^7X7 
5 K ('fk'a'^J#-^- 19 9) 

5- ^npf!)f/i/|? (143. 6 mg, 0. 8 3 mmol), 2-757-4- 

[(1, 1— 577fv^) 5 — [(2, 2— 577 fvl') 7^^= 

/V] f77-/l' (2 0 0. 0 m g , 0. 8 3 mm o 1 ), H&fb V y (4 0 m L, 
0. 4 6 mm o 1 ) , (4mL) 3 
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7A?a : ffi^=^;v=3 : 1) t'SSbt, M 

(15 9. 1 m g , 4 8. 4%) £#7c 0 
1 H — NMR (CDC 1 3 ) : 5 1. 33 ( 9 H, s), 1. 35 (9H, s), 

6. 99 (1H, d, J = 8 . 7 H z ) , 7. 43 ( 1 H, dd, J = 9. 0, 2. 

7 H z ) , 7. 70 (1H, d, J = 2 . 7Hz), 10. 52 (2H, br). 
^T<7>^F!|}-4b'V'T^Il 9 9 (3) 

M<bLT«' m^tc 0 ^fc N 

#1 2 0 0 : 2 0 0 (D^^XDM^: 

Lt> 5-^no-N- { 4 — [ ( 1 , 1-t^fvV) sfA'] — 5 — C( 2 , 
2-S^^vl') /ntt=/V] f7'/- yv— 2 — -T yU} -2-tKBW^X 
7$ K 1 9 9), y K£fflV'T#l5 

•Jtv \ 

l&m : 6 5 . 3 % 

1 H — NMR (CDC 1 j) : 5 1. 3 2 (9H, s), 1. 33 ( 9 H, s) , 2. 

46 (3H, s), 7. 22 ( 1 H, d, J=8. 4Hz), 7. 56 ( 1 H, d 
d, J = 8 . 7, 2. 4 H z ) , 8. 05 (1H, d, J = 2. 7Hz), 9. 8 
2 (1H, b r s). 

#12 0 1 : 2 0 1 

Milt, 5-yo^tyf/^ M2-75/-4- [(1, l-S^fvl') 
-5- [(2, 2 -i/^fvU) 7n (#1 1 9 9 (2) 

(Dit&ty)) 19 9 (3) to 

W : 2 3 . 8 % 

1 H — NMR (CDClj): 5 1. 33 (9H, s), 1. 35 ( 9 H, s), 

6. 94 (1H, d, J = 8 , 7Hz), 7. 55 (1H, dd, J=8. 7, 2. 
1Hz), 7. 85 (1H, d, J = 2 . ’ 1 H z ) , 10. 51 (2H, br). 
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m 2 0 2 : 2 0 2 

MtLt, xf/HXf/^fflV'Ti.1 9 9 (1) ~ (3) 

W : 45. 7 % ( 3 XU) 

(1) a — T'n^e— zx^vl/zx^yvv 

1 H — NMR (C D C 1 3 ) • 5 1. 28 (9H, s), 1. 29 (3H, t , J 

= 7. 2Hz), 4. 26 ( 2 H, q, J = 7. 2Hz), 5. 24 ( 1 H, s). 

(2) 2-757-4 - [(1, 1-iSj^/U) J-T'J— /U- 5 

1 H — NMR (CDC 1 3 ) : 5 1. 3 2 (3H, t, J = 7. 2 Hz), 1. 4 

3 ( 9 H, s), 4. 24 ( 2 H, q, J = 7. 2Hz), 5. 18 ( 2 H, s). 

(3) 2- (5-7n^-2-t Kn^y/^/1) 75 7- 4- [(1, 1- 

s f-7'/'- /V— 5 — % Oft: nH£>#-§- 

2 0 2) 

1 H — NMR (DMSO — d 6 ) : 5 1 . 3 0 ( 3 H, t , J = 7 . 2 H z ) , 1 . 

44 ( 9 H, s), 4. 27 (2H, q, J = 6. 9Hz), 7. 00 ( 1 H, d, 

J = 8 . 7 H z ) , 7. 63 (1H, dd, J = 8. 7, 2. 7Hz), 8. 02 

(1H, d, J = 2 . 4 H z ), 11. 80 ( 1 H, br), 12. 12 ( 1 H, 
b r ). 

m 2 0 3 : 2 0 3 

IDt DT. 2 - (5 -:/n^- 2-fc Kn3fv~<>''/-rA') 75 7-4 - [(1 , 

#^■ 202 ). 6 

W : 8 5 . 5 % 

‘H — NMR (DMSO— d 6 ): 5 1. 44 (9H, s), 7. 00 ( 1 H, d, 

J = 9. 0Hz), 7. 6 2 (1H, dd, J = 9. 0, 2. 7Hz), 8. 02 

(1H, d, J = 2 . 4 H z ), 11. 83 (1H, brs), 12. 04 ( 1 H, 
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brs), 12. 98 ( 1 H, brs). 
m 2 0 4 : 2 0 4 (D- fb'g'tlOMii 

( 1 ) 2-7^;-5-/d^-4- [( 1 , 1 

2 — T $ / — 4 — [( 1 , 1 — xf-^] (Ml 8 5 ( 1)0 

ftp- tl ; 0 . 8 7 g, 5. 6 mmol) (9mL) N — ~f 

K (1. OOg, 5. 6 mmol) iSt'lfW# 

L 7 c 0 

LX # btL 7 c^S£rv'!) 77 *f fLft 7 A y o-r -f — (n— 

2 : 1) -CtiUT, aUS'fb'g-ttOUK&t&jfe (1 . 2 3 g , 9 3. 7%) 

fc&fc. 

1 H — NMR (CDC 1 3 ) : <5 1. 39 (9H, s), 4. 81 (2H, brs). 

(2) 2-T5/-4- [(1, 1-&J7-/U) ^;V] -5-t a ^!) 

~JV 

2-7$;-5-^B^t-4- [( 1 , 1 — 5?*?vly) cxfvu] ( 0 . 

1 0 g , 0 . 4 2 mm o 1), fc°^ V i/> (0. lmL), m@£T7 D ^ A ( 0 . 2 
0 g); Tir h = h Djv (4mL) O?!^^ 3 ($|SMm3&gftE L7c 0 

L7c. Si5xf/7l^, 

J&7kXJi|I«8L *j®4r«JE§f*UT».btLfc«-- 

$££•'>!) ft *f jvft =7 v? 1^77^ — (n— : ^xf/i/= 2 : 1) 

XMM LX, (80. 7 m g , 79. 3 %) £ #fc„ 

'H-NMR (CDCI 3 ): 5 1. 3 2 (9H, s), 1 . 64 (4H, t, J 

= 5. 7Hz), 1 . 71-1. 77 ( 2 H, m) , 2. 35 (2H, brs), 2. 

9 9 ( 2 H, brs), 4. 6 8 (2H, «s). 

aToHJfiMK:*5V'XM2 0 4 ( 2 ) oi^fe^lffi£ixXV'51§£\ fiStU 
xtt, fcwtr h v *> T-th-h 

(3) 2 -Tir h3r'>- 5-7'n^-N- {4- [(1, 1-L/t^-jV) m^vly] 



214 




WO 03/103654 



PCT/JP03/07119 



-5 A'— 2-4 M "<yX7 5 K 

"F, 2-7th^'>-5-7n^,|f® (9 0. 3mg, 0. 

3 5 mmol), 2-757-4- [(1, 1 - 9 J* 5vX) - 5 - t 0 ^ ]) 

'y/^T'/—) M8 0. 7mg, 0. 34mmo 1), t^'7y (0. lmL), 
fh7tKD77>' (3mL) (46 /jL, 0. 5 0 

mmol) £fiT?2H#IB!«#Ufc„ SJCjB^Sr 2'&5££i£fc:fctt, 

g^^vuTtttH Lfc 0 Sfifeoi^/HSrTK, ^fo^TkXil^Sfe^, SStKSlH^- h 

y •»-<?*£&&, «4rM@*L-c#f>tb7c^s^'>y h 

'TJU- (n 3 : 1) T'UlLt, WMfc&Vl J£D*I 

(84. 3 m g ) £:#/c o 

£J(T<7>^WJiC43V'-CF!l2 0 4 (3) <0®i56ifcfl s 5IJB $jh,-CV'5#;6\ 
WbiH-ci±, ^s'&fcy v&iav'fc. 

£fc, SJtS^jSEi: UT»±» 7h7t KD77yf©»fflV' 

fc. 

(4) 5— Xn^- N— {4 — [(1 , 1 — i? X 7X) 3^/1/] — 5 — k °^< x ) 'J J 
=f-7'J—)V- 2— f/U} — 2 — t Ko^r^yX7 5 K 2 0 4) 

2-T-fe Y^r'y- 5 — T'D^e — N- { 4 — [( 1 , 1 -^XTvW) xf;l/] -5- 
t°^<y \/ J *f-7'/— sU— 2 — f/V'} ^VX7 5 K 84. 3mg) co 

aiX/-/V ( 3 m L ) 2teTk^b-7- h y 1 >A^SE (0. lmL) 

x., MT*l^r H W#bfc„ ^a^4&£2fcj££ifefc:*>tf\ 

Lfco ^fn^^Tk-eM^Sfe^, ^7k«-y- b V 

^^®ffig*UT#btL7cM^'>y 77 ^77 7 2^ hX77^“ (n- 

: ffi^3ifvu=4 : 1) T^^L-C, (5 4. 1 

mg, 36. 3 % ; 2 It) £#fc„ 

‘H-NMR (CDC1 3 ):5 1. 41 (9H, s), 1. 56 (2H, b r s), 

1. 6 7-1. 7 4 ( 4 H, m), 2. 79 (4H, brs), 6. 85 (1H, 
d, J = 9. 0 H 2 ), 7. 45 (1H, dd, J = 9. 0, 2. 4Hz), 8. 
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06 (1H, d, J = 2 . 4Hz), 11. 70 ( 2 H, br). 

wrom&mz.&'t'xmz o 4 (4) 

nt, imikx v v mmt 7 v t tc % % jz®m 

tltfi, tK. ^/^/K fh7tKn77 

i2 0 5 : 2 0 5 COfk'g'txDMit 

JSStU’T, 2-757-5-^n^- 4- [(1, 1 - ?vU) 

'/-/U(^J2 0 4 (1) (Dlk'S-Vo) , RTf^/Uft y y%m\,'XM 2 0 4 (2) ~ (4) 

W : 17. 1% 

(2) 2-7$/-4 - [(1, 1-^f/l/) xf/i/] 

— /l> 

1 H — NMR (C D C 1 3 ) : 5 1. 33 ( 9 H, s), 2. 7 6 (4H, brs), 

3. 79 ( 4 H, brs), 4. 66 ( 2 H, s). 

(3) 2-Tir h^rlX-5-^n^-N- {4- C(l, 
-5-^!)/f7^-2-^/H <<I/X7$ K 

(D £ £ tc/B V ' 7c 0 

(4) 5-.^n^E-N- {4 - [(1, l~^f/V) ^A'] -5-^/^y/ 
f-T'/'-jV- 2-^/W -2 -tKo^f^yX7 5K (Mf^2 0 5) 

1 H — NMR (CDC 1 3 ) : 5 1. 24 (9H, s), 2. 89 (4H, dd, 
J = 4. 8, 4. 2 H z ) , 3. 8 3 (4H, dd, J=4. 5, 4. 2 Hz), 
6. 89 (1H, d, J = 9 . OHz), 7. 49 ( 1 H, dd, J = 9 . 0, 2. 
4Hz), 7. 98 (1H, d, J = 2. 1Hz), 11. 20 (2H, br). 
m 2 0 6 : 2 0 6 ©{b^OjRjft 

LT, 2“757-5-Xo^“4- [(1, 1 - V* 5vU) 

'S-fr (M 2 0 4 (1) <Di£&to).RV 0 4 
( 2 ) . ~ (4) MJgfc^£#7c 0 
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JW : 6 . 9 % 

(2) 2 -T 3: 7-4- [(1, l-'y^=r)V) - 5- 

y'J's- 1-4 Jl') =f-T'J—)V 

'H-NMR (DMS O — d 6 ) : 8 1. 25 (9H, s), 2. 12 (2H, b 

rs), 2 . 19 ( 3 H, s), 2. 57 (2H, brs), 2 . 72 (4H, br 
s), 6 . 5 1 (2H, s). 

(3) 2 ~T± h^r'^-N- (4- [(1, ~5~ (4- 

4-T'/— As- 2-4 A*} ^7X7 5 F 

(4) 5-7o^-N- {4- [(1, l-^75vv) -5- (4-75^ 

>V\4^=7*J's- 1 — < )V) f7X-/l/-2 — f/W -2-tKo^'>'<7X7^ 
K 2 0 6 ) 

'H-NMR (CD 3 OD) : 5 1. 4 1 (9H, s), 2. 5 5 ( 3 H, s), 

2. 8 7 ( 4 H, brs), 3. 0 3 (4H, brs), 6. 8 8 (1H, d, J 
= 8 . 7Hz), 7. 49 ( 1 H, dd, J = 8 . 7, 2 . 7Hz), 8 . 11 (1 
H, d, J = 2 . 7 H z ) . 

0ij 2 0 7 : {£&&&%■ 2 0 7 <D{k&Vd<Dm& 

MiLT, 2 — T 3; 7 — 5 — T'n 4 — [(1, 1 - i^7 fvl/) ^>V\ =f-T 

'/—/Is (ffl 2 0 4 (1) i)v 2&tf4 0 

4 (2) ~ ( 4 ) 

: 6 . 9 % 

(2) 2 — T ^7 — 4 — [(1, l-v? 75 vt') -5- ( 4 - 7 * =.;W fcT 

^7v ? 7-l- / f/' / ) ^T'Z—JV 

1 H-NMR (CDC 1 3 ) : 5 1. 34 (9H, s), 2. 80 (2H, brs), 

3. 03 (4 H, brs), 3. 55 (2H, brs), 4. 69 (2H, s), 6 . 

88 ( 1 H, t t, J = 7 . 2, 1 . 2 Hz), 6. 95 (2H, dd, J = 9. 
0 , 1 . 2Hz), 7. 28 ( 2 H, dd, J = 8 . 7, 7. 2Hz). 
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(3) 2 -T± 5 {4- [(1, 1 scfvu] 

-5- (4-7i-^t^7'^V-l-^/l/) 2 — < >V} ^7X7 

5 K 

<D t. is. dzfcfc v ' tz a 

(4) 5 ~7f d-^E- — N— {4- [(1, rcfvu] -5- (4-7 ^ 

i —j/v) ^T'/— /V- 2 -dVW -2 -tKo^^yXl 
^ K 2 0 7) 

1 H — NMR (DMSO-d 6 ) : 8 1. 39 (9H, s), 2. 9 7 (4H, s), 
3. 30 (4 H, s), 6. 82 ( 1 H, t, J=7. 5Hz), 6. 97 (2H, 
brs), 6. 99 (2H, t, J = 7. 5Hz), 7. 58 (lH, brs), 8. 
05 (1H, d, J = 2. 4 H z ), 11. 69 (1H, brs), 11. 82 (1 

H, brs). 

M 2 0 8 : 2 0 8 (D ■{'&'&%<& Wk 

bt, 5 -7'u^y W2-7';;-4-7x=/Uf7X“/V 

V'T^i] 19 9 (3) b $M-fk&!%i : £'@tc 0 

Mi: 16, 0% 
mp 2 3 9t (dec.). 

1 H — NMR (DMS O— d 6 ) : 8 7. 0 2 (1 H, d, J = 8. 4Hz), 

7. 34 (1H, t, J = 7. 6Hz), 7. 44 (2H, t, J = 7. 6Hz), 
7. 62 (1H, dd, J = 8 . 4, 2. 8Hz), 7. 67 (1H, s), 7. 
92 (2H, d, J = 7 . 2Hz), 8. 08 ( 1 H, d, J = 2. 8Hz), 1 

I. 88 (1 H, brs), 12. 0 5 (1H, brs). 

#42 0 9 : 2 0 9 <D4k&fy}<D % iit 

WMbL T, 5-Xn^fyf/^ 2 -T ^ / - 4 -7 

-5-ftgfc 9 9 (3) HH 

M : 3 2. 1 % 
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mp 288. 5-229. 5°C. 

'H-NMR (DMSO-d 6 ) : 8 3.66 (3H, s), 3. 95 (2H, s), 

-6. 99 (lH,.d, J = 8 . OH z ), 7. 42 (1H, d, J = 6. 0Hz), 

7. 48 ( 2 H, brt, J = 7. 6Hz), 7. 56-7. 61 (3H, m) , 

8. 07 (1H, d, J = 2 . 4Hz), II. 85 ( 1 H, brs), 11. 9 
8 (1 H, b r s ). 

m 2 1 0 : 2 10 

{ 2 — c (5 — z/n^E-— 2 — t Ko^^yy-f/1/) 7;;]-4-7xr;Vf7/ 

— A- — 5 — -Y /V} /l' 2 0 9 ; 7 5mg, 0. 17 

mmo 1) (5mL) ifc 2 h !) ? A ( 0 . 5 m 

L, 1 mm o 1) jUST? 1 2 

£>tf\ g^^^yW-etttfcSbfco ftlfeac^-^JBSrTkx Mzk 

g®fc#&©8fcJt6‘fei&iS (5 6 mg, 7 7. 3%) 

£#7c 0 

mp 284-286 °C. 

1 H-NMR (DMSO— d 6 ) : 5 3. 84 (2H, s), 6. 98 (1H, 

d, J = 8 . 8Hz), 7. 42 (1H, d, J = 6. 8Hz), 7. 49 (2H, 
t, J = 7 . 6 H z ) , 7. 58-7. 61 (3H, m), 8. 07 ( 1 H, d, 
J = 2 . 8Hz), 12. 25 (1H, brs). 

$12 11 : fc£-«J#3-2 1 1 it 

Mi Lt, 5 -7'n^-f-y fvHfe. M2-7^/-4, 5 
/I'&ffil'Tflll 9 9 (3) 

: 2 5 . 9 % 
mp 2 6 2-2 6 3t. 

1 H-NMR (DMS O— d 6 ) : 5 7. 02 (1H, d, J = 8.' 1Hz), 

7. 34-7. 47 (1 0 H, m), 7. 63 (1H, d, j = 6. 9Hz), 8. 
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08 (1H, d, J = 2 . 4Hz), 11. 88 (1H, brs), 12. 08 (1 
H, b r s ) . 

[2— T 5. J — 4, 5-v ? 7x-^f'7y' — JV : f 0 (Nihon Kagaku 

Zasshi) J, 1 9 6 2^, I8 3i, p. 2 0 9#i] 
i212 : 1 2©^4fc<Z)S45S 

JSfl-tbT. 5 S.O ? 2-T^y-4— <y^-5-7x 

9 9(3) 

JRJ£ : 2 8 . 1 % 
mp 1 9 8-20 Ot. 

'H-NMR (DMSO-d 6 ) : 8 4. 0 8 ( 2 H, s), 6. 95 ( 1 H, 



E 

CO 

00 

II 

►— * 


z ), 7 . 1 


5-7. 


2 2 (3 H, m), 


7. 


3 0 ( 2 H, t , 


J = 7. 6Hz), 


7. 3 8- 


7.43 


(1H, m), 7. 


4 7 


( 4 H, d, J = 


4. 4 H z ) , 7. 


5 7 (1 H, 


b r d , 


J = 8. 8Hz), 


8. 


0 5 ( 1 H, d, 


J = 2. 4Hz), 


11. 9 8 


C1H, 


brs). 







[2-7 5 7 -4 T'S Y • 7 

7 — — 77^^ • ~f l^'T’ y y (Chemical & Pharmaceutical Bulletin) J, 

1 9 6 2^, ilOt, p. 3 7 6#I] 



M 2 1 3 : 2 13 

Milt, M2^7 5 7-5-7*=/k-4- (h 

!)7/^o7f^) 9 9 (3) £ £?tV\ & 

JB{fc^tfcSr#fc. ’ 

: 3 3 . 2 % 

mp 250 °C (dec.). 1 H — NMR (DMSO-d 6 ) : 5 7. 02 (1 

H, d, J = 8 . 8Hz), 7. 51 (5H, s), 7. 63 ( 1 H, dd, J = 
8. 8, 2. 4 H z ), 8. 02 (1H, d, J = 2. 8Hz), 12. 38 (1 
H, brs). 

m 2 1 4 : 2 14 
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WMt UT, l-7x^-l, 3 -zf ? 9 9 (1) ~ (3) 

W '• 8 . 9 % (3 It) 

(1) a-yn^-1 -71^- 1 , 3 —zf&z/itx-ls. 

1 H — NMR (CDC1 3 ) : 5 2. 46 (3H, s), 5. 62 ( 1 H, s), 

7. 48-7. 54 (2H, m) , 7. 64 (1H, tt, J = 7. 5, 2. 1H 
z), 7. 9 7-8. 0 1 ( 2 H, m) . 

(2) 2 -75 / - 5 — T±f-^-4-7x.=- 

X H-NMR (DMSO- d 6 ) : 8 2. 18 (3H, s), 7. 50-7. 5 5 

( 2 H, m), 7. 5 9- 7. 6 8 (3H, m), 8. 69 (2H, br s). 

(3) 5 -7'n^-N- ( 5 4 - 7 s=^f7 '/-/V- 2 - 4" 

— 2 - t Kn^'^^7 5 K 2 1 4) 

1 H — NMR (DM S O — d 6 ) : 8 2. 4 4 (3H, s), 6. 99 (1H, d, 

J = 9 . 0 H z ) , 7. 55 — 7. 71 (4H, m) , 7. 76 7 . 80 (2H, 

m), 8. 01 (1H, d, J = 2 . 4Hz), 12. 36 (2H, br). 

$0 2 1 5 : 2 1 5 

fC, 1 , 3 — i?7i= /W— 1 , 3 — 1 9 9(1) 

~ (3) 

: 4 9 . 7 % 

(1) a-^o^e-l, 3“i^73i=^-l, 

1 H — NMR (CDC 1 3 ) : 5 6. 55 (1 H, s ), 7. 45-7. 50 (4 

H, m), 7. 61 ( 2 H, tt, J = 7. 2, 2.1Hz), 7. 98-8. 0 
1 (4 H, m). 

(2) 2—75 J - 5 — 4 -7i- fr s J-7'/'-A* 

1 H — NMR (DM S O — d 6 ) : 6 7. 04-7. 18 (5H, m), 7. 22 

-7. 3 2 ( 3 H, m), 7. 3 5-7. 3 8 (2H, m), 8. 0 2 (2H, s). 

(3) 5-7'a^e-N- (5-^^7^f^-4-7x^f7^-2-^^) 
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- 2 - t Kn3r'>-<>XT 5 K Mt'g'fe#-* 2 15) 

1 H — NMR (DMSO — d 6 ) : S 7. 03(1H, d, J = 8.7Hz), 7. 
17-7. 3 0 ( 5 H, m), 7. 3 9-7, 4 7 (3H, m), 7-. 5 7-7. 
60 ( 2 H, m), 7. 64 ( 1 H, dd, J = 8. 7, 2. 7Hz), 8. 05 
(1H, d, J = 2 . 4 H z ) , 11. 82 (1H, brs), 12. 35 ( 1 H, 



b r s ) . 

M2 1 6 : 2 16 

Mt Lt, 5-/n^f!if/l/^ Sit/ 2 -7 5 J - 4 - 7 '/-/V 

- 5 — if/H^r/^ffll/'Tll 9 9 (3) £ 



msfc&ih&m ic 



W : 2 8 . 6 % 
mp 197 — 199 °C. 

1 H — NMR (DMSO— d 6 ) : 5 1 . 2 1 ( 3 H, t, J = 6. 8 Hz), 

4. 20 ( 2 H, q, J = 6. 8Hz), 7. 01 (1H, d, J = 8. 8Hz), 
7. 4 3- 7. 4 8 ( 3 H, m), 7. 63 ( 1 H, dd, J = 8. 8, 2. 4 
Hz), 7.7 0-7. 72 ( 2 H, m), 8. 04 (1H, d, J = 2. 4Hz), 
12. 33(1 H, brs). 

05217: 2 17 

2- (5-7n^-2-tKa />) 7;/-4-7x x;l/f7 X— 

5 — ^7/UzK if/n^f/l' (•ft'n 2 1 6 ) SrfflV'X0iJ 3 6 £ IrI 

JR¥ : 6 7 . 0 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 00 (1H, d, J = 8. 8Hz), 7. 

4 2-7. 4 4 ( 3 H, m), 7. 62 ( 1 H, dd, J = 8. 8, 2. 4Hz), 
7. 7 0-7. 7 2 ( 2 H, m), 8. 04 ( 1 H, d, J = 2. 4Hz), 12. 

3 1 (1H, brs), 12. 99 (1H, brs). 

052 18 : 2 18 <Dfc&#l<DW& 
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Mi: Lt, 5 nnty &tf2 -7 5 J ~ 4 

— 5 — 1 9 9 (3 ) t 

JRJp : 6 9/4% 

1 H — NMR (DMSO-d 6 ): 5 1. 22 (3H, t, J = 7. 5Hz), 4. 
21 ( 2 H, q, J = 7 . 5Hz), 7. 07 ( 1 H, d, J = 8. 7Hz), 7. 

4 3- 7. 4 7 ( 3 H, m), 7. 53 ( 1 H, dd, J = 8. 7, 2. 4Hz), 

7. 7 0 — 7. 7 4 ( 2 H, m), 7. 92 (1H, d, J = 3. 0Hz), 11. 
88 (1H, b r), 12. 29 ( 1 H, brs). 

2 19 : 1 9 <D{k&to<DWk 

jgfflt L"C\ yjv^-n 1 9 9 

(1) ~ (3) 

W : 4 0. 0% (3Ig) 

(2) 2— 7^ y - 4— ( / <y^7/l'i'D7x-^) = f'T'/'— As— 5 — 3)jVi£l/ 

g£ Jl' 

1 H — NMR (C D C 1 3 ) • 6 1. 23 (3H, t , J = 7. 2Hz), 4. 2 

1 ( 2 H, q, J = 7 . 2Hz), 5. 41 ( 2 H, s). 

(3) 2- (5 — 2 — t T^/-4— ('O"?'? 

flslrxiy=.—M l-T'S-As- s-'jjjls&'s&L ^;v (|k^Sf2 1 9) 

1 H — NMR (DMS O— d 6 ) : 5 1. 20 (3H, t, J = 7 . 2Hz), 2. 

51 ( 2 H, q, J = 7 . 2 H z ) , 7. 02 ( 1 H, d , J=8. 7Hz), 7. 
64 (1H, dd, J = 8. 7, 2. 7Hz), 7. 90 (1H, d, J = 3. 0 
Hz), 11. 92 (1H, br), 12. 58 ( 1 H, br). 

$12 2 0 : {b-^^##2 2 0 <D^^i(DW^ 

2— (5-^D ; t-2~t Kd^' 7^7'7^^) 7$y-4-7x-/Vf7'/“ 
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;V— 5 ({k&to&WZ 17 ; 0. 2 0 g, 0. 4 8mmo 1), y ^ 

4 0%^;-/^t(0. 2ml), l-tKp#i/^y'/h57'/ 
' — /l' TkfP^/ (9 6. 7 mg. 0. 7 2mmo 1), WSC-HC1 (137. 2 
mg, 0 . 72 mm o 1). f l- 7 t K d 7 7 ^ (l 5mL) (DiHa'nfflz : 1 

8B#W»U7c 0 SJES»‘g*ft*2SJtifeKtfctt, Lfc. 

£&fn£^T*Jii&ifc8K y 

n-v ('^77^- (n— ^4rf- 

i/ : @£@^^71/= 1 : 2) -CflffiL n n * 5> 's / n LT. 
fcSfc'&fc© &£,*&* (8 7. 9 mg, 4 2. 6%) Srftfc. 

1 H — NMR (DM S O — d 6 ) : 8 2. 7 0 (3H, d, Jr= 4 . 5Hz), 7. 

02 (1H, d, J = 9 . 0Hz), 7. 4 0- 7. 4 8 (3H, m), 7. 63 
(1H, dd, J = 9 . 0, 2. .4Hz), 7. 68-7. 71 ( 2 H, m), 8. 

06 (1H, d, J = 2 . 4 H z ) , 8. 16 ( 1 H, t, J=4. 5Hz), 1 
1. 88 (1H, br), 12. 1 5 ( 1 H, brs). 

&T<Dnmm^&'<'xm2 2 o ut 

it. wsc-hci, Run - 1 h v 7/- /Mc*p«5&jBV'fc 0 

K^gflEfcLTttu 7h7t Kn :7 7^©^j«&fflV'fc 0 

0»J 2 2 1 : ^%##2 2 1 ©-fb^ofiat 

JBS$£ LT. 2- (5 -/ot- 2 - t r^y-4-7^ 

—A^-7'/— As— 5 2 17), T&Xl^frT % 'S<D 7 

0%7K^$rffiV'TF!l2 2 0 £ITO©tfeftsS:fTV\ 

JR4& : 6 2 . 5 % 



1 H — NMR (DMSO- 


d 6 


) • 5 


■1 . 0 5 (3 H, 


t , 


J = 6. 9 H z ), 


3. 


15-3. 2 4 ( 2 H, 


m), 


7. 


0 2 (1 H, d, 


J = 


8. 7 H z ) , 7. 


4 0 


-7. 4 7 ( 3 H, m), 


7 . 


6 3 


(1H, dd, J = 


= 8. 


7, 3. 0Hz), 


7. 


6 9- 7. 7 2 ( 2 H, 


m) , 


8. 


0 6 (1 H, d, 


J = 


2. 4Hz), 8. 


2 0 



(1H, t, J = 5 . 4 H z ) , 11. 84 (1H, br), 12. 14 (1H, 
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b r s ) . 

m 2 2 2 : 2 2 2 

u, 2- (5-/n^-2-t Ka^y'/^/l^) 7^y-4-7x 
5 17), 

£fflV'-c$j2 2 0 fcP«©tftf^SrfrV\ 

Ifcsfc : 2 3. 9% 

1 H — NMR (DMS O— d 6 ) : 5 1. 07 (6H, d, J = 6. 3Hz), 4. . 



0 2 (1 H, 


m), 


7. 


0 2 (1H, d, 


J = 9. 


0 H z ) , 7. 


4 0-7. 52 


( 3 H, m). 


7. 


6 4 


(1H, dd, J 


= 8. 7, 


2. 7 H z), 


7. 6 9-7. 


7 3 ( 2 H, 


m) , 


8. 


0 6 (1 H, d, 


J = 2. 


7H z), 11 


. 8 9 (1 H, 



br), 12. 14 (1H, brs). 

#12 2-3 : fb£“«5## 2 2 3 

2- (5-7a : e-2-tKD^y^/V) T^y- 4-7* 
«b^#^-2 1 7), Rtf 2- 7**^7^ 
y^i^t«2 2 0 fclTO©lftffr£:ffV\ 

: 6 2 . 2 % 

1 H — NMR (DMS O — d 6 ) : S 2. 78 (2H, t, J = 7. 5Hz), 3. 
43 ( 2 H, q, J = 7 . 5Hz), 7. 02 (1H, d, J = 9. 0Hz), 7. 
19-7. 24 ( 3 H, m), 7. 2 7-7. 3 3 (2H, m), 7. 39-7. 
41 ( 3 H, m), 7. 61-7. 65 (3H, m), 8. 06 (1H, d, J = 
2. 4Hz), 8. 25 (1H, t, J = 6. 0Hz), 11. 85 (1H, br 
s), 12. 15 (1H, b r s). 

$12 2 4 : 2 2 4 

S-yD^tyM, RXl2-T?.y-4- (H)7/^n^f 
/V) 5 — 1 9 9 (3) t |H 

JRa(S : 8 8 . 7 % 
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'H-NMR (DMSO- d 6 ) : 5 1. 32 (3H, t , J = 7. 2Hz), 4. 

33 ( 2 H, q, J = 7 . 2Hz), 7. 01 ( 1 H, d, J = 8. 7Hz), 7. 

63 (1H, dd, J = 8 . 7, 2. 7Hz), 7. 98 ( 1 H, d, J = 2. 4 
Hz), 1 2.64(1 H, br). 

#12 2 5 : 2 2 5 O-fb^txDgBi 

M2-757-4 

-7^-4^T 'S—iv- 5 19 9(3) 

JR* : 6 1 . 7 % 
mp 207 — 208 °C. 

‘H-NMR (DMSO-d 6 ) : 5 1.23 (3H, t, J = 7, 2Hz), 4. 

22 ( 2 H, q, J = 7 . 2Hz), 7. 16 ( 1 H, d, J=8. 7Hz), 7. 

36 (1H, t, J = 7 . 5 H z ) , 7. 4 5- 7. 5 0 ( 5 H, m), 7. 69 

-7. 76 (4H, m), 7. 85 (1H, dd, J = 8. 7, 2. 4Hz), 8. 

3 1 ( 1 H, d, J = 2 . 4 H z ) , 11, 7 3 (1H, brs), 12. 60 (1 
H, brs). 

[4 — fc K* 3 = 3 rv'fc"'7 )V— 3 — Tt h 7^ K n ^(Tetrahedron) J, 

(^i), 1 9 9 7¥, I5 3t, p.' 1 1 4 3 7#i] 

#12 2 6 : <b 2 2 6 

IgON-t LT, (4’ -7/^n-4-t Kp ^v't^i-zu) — 3— iJJV&l/WJk. 
XJ2 -7$ 7 — 4 -7^ — /I/f77- /V— 5 — 

V'T#|19 9 (3) 

IRJ£ : 6 2 . 7 % 
mp 237-238 °C. 

‘H-NMR (DMSO-d 6 ) : 8 1. 22 (3H, t, J = 7. 2Hz), 

4. 21 ( 2 H, q, J = 7 . 2Hz), 7. 13 (1H, d, J = 8. 4Hz), 

7. 28 ( 2 H, t, J = 8 . 8 H z ) , 7. 4 4-7. 4 5 ( 3 H, m), 7. 
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71-7. 75 ( 4 H, m), 7. 81 (1H, dd, J = 8. 8, 2. 4Hz), 
8. 27 (1H, d, J = 2 . 4 H z ) , 11. 67 (1H, brs), 12. 5 
8 (1 H, b r s). 

[(4’ -7^0-4-!; KD i rv't"7xx;I/) — 3 — '■ ^7 h 7^ 

Koy (Tetrahedron) J, 1 9 9 7#, ^53t, p. 1 1 4 3 7#!] 

M2 2 7 : 2 2 7 (Dfc'kfyKDWk 

(2’, 4’ -S?7/V^-o-4- t Kn#'>tr 7 x-/U) - 3 -*>;V 
2 — T 5; / — 4 -7x- jV'f-T'Z—jV— 5 — >-§& 

r/^^-Cil 9 9 (3) t [RltlcD||f£;HTV\ ^{b^^#/c 0 
I&jp : 4 5 . 6 % 
mp 2 0 6 — 2 0 7°C. 

1 H — NMR (DMSO— d 6 ) : 5 1. 2 2 ( 3 H, t, J = 7. 2 Hz), 

4. 2 2 ( 2 H, q, J = 7, 2Hz), 7. 17 (1H, d, J = 9. O'Hz.), 
7. 21 (1H, t d , J = 8 . 7, 2. 4Hz), 7. 38 (1H, ddd, J 
= 11. 7, 9. 3, 2. 4 H z ) , 7. 44-7. 46 (3H, m), 7. 6 
0-7.75 (4 H, m), 8. 13-8. 14 (1H, m), 11. 86 ( 1 H, 
brs), 12. 46 (1H, brs). 
m 2 2 8 : 2 2 8 (^{b^OUdi 

(1) [4 — k Kcr $r'S— 4 ’ — ( b V 7 7V%-u } ^-;V) \?7zc.=- )V \ — 3 

5-^'p^ef-y (500 mg, 2. 30 mmo 1 h Kn^'>-4- 

( b y 77/p^-n ^ "f-jV) 7 7 (48 8 mg, 2. 57 mm o 1), 

yi/i y J* (lOmg, 0. 040 mm o 1 ) JkXf - 1 m o 1 / Lj b V -k7k 

mm (7mD (Du&m*8 o°c^iR#r B m^tfc 0 

^ m^^x^tULfCo 

■Timfoft.MTkffimi- b y z 

b y 7 T-zisi/}) ZU'JT'/^ ?7RXf? ? / — /MCi 'O 
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/WbL, u^r ^77-f“ (n — 

^=5 : 1) t'iltt, ( 5 6 3 m g ) r7 7 — 

^ (lOmL) ^(C N 2 fD£7k®Hb7- H) !)A (3mL) ^Dt, 6 0°CT'l 

^rait#b/c 0 

ttjb/co ffi^^^vWi£:zl<^ ^fp^^7K'CJilM^;^}^> 

— ^■^l^/'J^ n/M^ ytlS 
»LT, ( 4 5 8 m g , 7 0. 4%) £#fc„ 

mp 185 °C (dec.). 

1 H — NMR (DMS O— d 6 ) : 5 • 7. 09 ( 1 H, d, J = 8. 8Hz), 7. 
77 ( 2 H, d, J = 8 . 0 H z ) , 7. 85 (2H, d, J=8. 0Hz), 7. 
90 (1H, dd, J = 8 . 8, 2. 0 H z ) , 8 . 10 (1H, d, J = 2. 4 
Hz), 11. 80(1 H, brs). 

(2) 2- { [ 4 — t Kd^'>- 4 ’ - (M) 7/^o^^) fc'7x^ yP] -3 
7 5: 7 - 4 -7x- )V s f-T'/'— A*- 5 
TVl' (^^#^-2 2 8) 

liilt, [4-t KD^r'7-4’ - ( H) 7/l/^n^7/y) tf'T 7 ^— /P] - 3 
-T7/P^:/^.K.0 2 / -4-7x^f7'/“/l'- 5— T7/P/1?V®? 

1 9 9 (3) b\siWk<D$ii'E%:fT\,'' t!M'fb'o'fel:#7c 0 

IW : 4 1 . 7 % 
mp 236 — 237 °C. 

1 H — NMR (DM S O— d 6 ) : 8 1. 22 (3H, t, J = 7. 2Hz), 

4. 21 ( 2 H, q, 1 = 7. 2Hz), 7. 18 ( 1 H, d, J = 8. 8Hz), 
7. 44-7. 4 5 ( 3 H, m), 7. 72-7. 7 4 (2H, m), 7. 81 (2 
H, d, J = 8 . 4Hz), 7. 91 (1H, dd, J = 8. 8, 2. 4Hz), 
7. 93 ( 2 H, d, J=8.4Hz), 8. 36 (1H, d, J=2. 4Hz), 11. 

7 8 (1H, brs), 12. 6 2 (1H, brs). 
m 2 2 9 : 2 2 9 (TMb^GDMjt 
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^4Ht, 2 — t Kndr'>-5- (1-tfoJJ^) &tf2-T^/ 

- 4 - 7 x - /l/f-7 '/-/l^- 5 - * /UtN y® 1 9 9 

( 3 ) , 



J&^ : 5 5 . 0 % 



1 H- 


-NMR 


(DMS O— d 6 ) : 5 


1.22 


( 3 H, 


t , 


J = 7. 2 H 


z), 


4. 


2 2 


( 2 H, 


q, J =7. 2 H z ) , 


6 . 2 6 


( 2 H, 


t , 


J = 2. 1 H 


Z ), 


7. 


1 3 


(1H, 


d, J =8. 7 H z ) , 


7. 3 2 


( 2 H, 


t , 


J = 2. 1 H 


Z ), 


7. 



4 3-7. 4 7 ( 3 H, m), 7. 7 0- 7. 7 5 ( 3 H, m), 8. 0 9 (1H, 
d, 1 = 2 . 7Hz), 11. 58 (1H, brs), 12. 55 (1H, brs). 
$12 3 0 : 2 3 0 

(1) 2-tKD4r'7-5- ( 2 

5-yv^D-V ^-/^®(5 0 Omg, 2. 30mmol), Ol, 2-v ? ^b^r'> 
^^^(5mL)^?g}C v 7h7^7 (hy7x-/^77^ 

7)/^7v : l)-i'(8 Omg, 0.0 7 mm o 1 )?:Jnx: N =i[?IIL"Tr 1 0 Lfc 0 

^V'>T% '7fc KD^'7-2-fxx;u#7y(3 2 4mg, 2. 5 3mmo 1)S 
t/lmo 1 h y '>ATR^(7mL)^Px, 2 Lfc 0 £ 

^0^7K-CJiI^gfe^, h V VAX'&mk, 

g£LT hyy?v^y/t^T^y * 

y— /Wei y &v'T\ ■7y*') , /^7A7D-7h^77-f 
- (n-^^ri)-^ : 5:1) tffilLT, jt&?£ft(2 7 7 mg) 

£#fc 0 X<D«<7>y ^7-/l-(5mL)«}c:, 2 MfeMit-t h V ? A ( 1 . 5 
mL)^i 6 O°CT*10#r H W^Lfc o 2^1^ 

S£fc£>tf\ I^P^&TkTil&gfc^K 

mM&MB E®* 

nywy ^^X B H B 4ffLT N SfM^tl© 6&a& 0 H B ( 5 8 mg, 11. 5%) 

zmc 0 
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‘H-NMR (DMSO- d 6 ) : 5 6. 9 5 (1 H, d, J = 8. 8Hz), 7. 0 
9 ( 1 H, dd, J =4 • 8, 3. 6Hz), 7. 37(1H, dd, J=4. 0, 1. 
2Hz), 7. 4 5 ( 1 H, dd, J = 5. 2, 1. 2Hz), 7. 74(1H, dd, 

J =8 . 8, 2. 8 H z ) , 7. 96(1 H, d, J = 2. 8 Hz). 

(2) 2- [2 - t 5 - (2 7^ 7-4- 

7i=^f 5 - if/Vx'7r^ (ftpll#t2 3 0) 

WMt Lt, 2-fc Kn **■'>- 5- (2-^^-^) 3SeS#Sk RXf2-T^; 
-4-7X.— JV7-7 1 9 9 

( 3 ) wMtt&ya&Wtiz* 

!R*S : 5 8. 2 % 

mp 213-21 4 °C. 

■H-NMR (DMSO- d 6 ) : 5 1. 22(3H, t, J = 7. 2Hz9, 4. 2 
1(2H, q, J = 7 . 2 H z ) , 7. 10(1H, d, J=9. 2Hz), 7. 12(1 
H, dd, J = 4 . 8, 3. 6 Hz), 7. 44-7. 46(4 H, m), 7. 50 
(1H, dd, J =4 . 8,1. 2 Hz), 7. 71-7. 7 4(2H, m), 7. 7 
9 ( 1 H, dd, J = 8 . 8, 2. 4 H z ), 8. 2l(lH, d, J = 2. 4Hz), 
11. 7 8.(1 H, b r s ), 12. 44(1H, brs). 

#12 3 1: 2 3 1 (Dit 

(1) 2-75/-4-[3, 5-tf* ( h V T'Jl'Xv 7i- 

' — )V 

3’ , 5’ -lf^ (M)7/Vto/f^) 7th7xyy (0. 5 1 g , 2. 0 
mmo 1) 07b7tKn77y (5ml) 888 

M)7n5K(753mg, 2 mm o 1 ) TgriP;^ 5 

/U (5 mL), W'T (1 5 2mg, 2 mmol) %2J0x.> 3 

bfco HJ & 
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ftjftlL 8£j£3:J$JBES£ LT# biifcglSSr '> 9 ;& <7*7777 
- (n-^f-V:g»r^77=2 : 1) TiS, n-^t^CfiS^tt, 

( 5 2 0. lmg, 8 3. 3%) £#fc 0 
1 H — NMR (CDClj) : S 5. 03 (2H, s), 6. 93 ( 1 H, s), 

7. 7 7 (1 H, s), 8. 2 3 (2H, s). 

(2) 5-^no-2-t {4— [3, 5— If* (M)7/l'tn 

P*^vi/) 7^—77] *J-T'/—)V- 2 ->f77} ^X7 5! F (Mf^2 3 1) 

5 — ^ n n if- ]) 5v7g£ (172. 6mg, 1 mm o 1), 2 — 7^7 - 4 — [3, 

5 — tf* (by 7/1- F 5v7) 7 :r.— 77] 7 “77 (312. 2mg, 1 mm 

ol), (4 4^L, 0. 5mmolK (5mL) 

<7>^i^^4 0#PflM^gicUfc„ TkKi&lt. g£g? 

^^77-ettffl bfCo g^^^f-77JiS:iafpA^7K'egfe^. .M7KSiL^-7- h y *> Atg 

^&£^J±®£bT#b;ft7c?jlS£'>'y 77 *f 777/ 7-^7 n-v h 7^“ 

: @^^77= 3 : 1 -*■ 2 : 1) ttlLT, 

(109. 8mg, 23. 5%) It #fc 0 
1 H — NMR (DMSO-d'e) : 5 7. 08 (1H, d, J = 8. 7 Hz), 7. 

53 (1H, d d , J = 9 - 0, 3. 0Hz), 7. 94 ( 1 H, d, J = 3. 0 

Hz), 8. 07 (1H, s), 8. 29 ( 1 H, s), 8. 60 (2H, s), 1 
.1. 7 7 (1H, s), 12. 2 3 (1H, s). 

011 2 3 2 : 2 3 2 ©-fb^lKKOSljS 

. £§Uf4£ tt, 5-7PPf!)f/Vi, M2-7^-4, 5, 6, 7-*h* 
t [b] 5^73. >■— 3 — 7777/F'bg? :r5v7m;?s. J r/l^#jV'''C0!l 3 

JR^S : 4 9 . 6 % 

1 H — NMR (DMSO— d 6 ) : 5 1. 3 2 (3H, t,J = 7. 2Hz), 1. 

74 (4 H, b r), 2. 63 (2H, br), 2. 75 ( 2 H, br), 4. 30 
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( 2 H, q, J = 7 . 2Hz), 7. 05 (1H, d , J = 9. 0Hz), 7. 5 

0 (1H, dd, J = 8 . 7, 3. OHz), 7. 92 ( 1 H, d, J = 3. OH 

z), 12. 23 (1H, s), 13. 07 (1H, s). 

$12 3 3 : 2 3 3 (Dik'&fy 

£fflV'T$l3 ^M{b^2r#7c 0 

1M : 9 . 2 % 

1 H — NMR (DM SO - d 6 ) : S 6. 98 (1H, d, J = 8. 8Hz), 7. 

01 (1H, s) , 7. 35 (1H, t, J = 7 . 6Hz), 7. 46 (2H, t, 

J = 7 . 6 H z ) , 7. 58 (1H, dd, J = 8. 8, 2. 8Hz), 7. 74 
-7. 76 ( 2 H, m), 8. 19 ( 1 H, s), 10. 86 ( 1 H, s), 12. 
09 (1H, s), 13. 00 (1H, brs). 

$12 3 4 : 2 3 4 

(1) 2-7^/-4, 5 — %-*)-'/— jV 

7n fcT^> (1 . 0 3 g, 8 . 8 7 mm o 1 ) (1 5mL) 

v-TtiF (0. 75g, 17. 7 mm ol), K (1. 

2 1 g , 17. 7 mm o 1) 5 U7c. 

yR{cfctt> 

F^77y- : **/—/!'= 9 : l) -CftMOT. 

(3 6 9. 2 mg, 2 9. 7%) £#7c 0 
1 H — NMR (DMSO— d 6 ) : 5 1. 04 (3H, t, J = 7. 5Hz), 1. 
06 (3H, t, J = 7 . 5 H z ) , 2. 20 (2H, q, J = 7. 5Hz), 2. 
43 ( 2 H, q, J=7. 5Hz), 6. 15 (2H, s). 

(2) 2-T± b*'s- 5-^'n^e-N- (4, 5 ;V 2 - 

^yX7U' , • 

LT. 2 -T-fc 5 &t72 -75 / ~ 4, 5- 
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}&m : 2 2 . 0 % 

'H-NMR (CDC 1 3 ) : 5 1.22 ( 3 H, t, ] = 7. 5Hz), 1. 2 

3 ( 3 H, t, J = 7, 5Hz), 2. 38 (3H, s), 2. 48 ( 2 H, q, 

J — 7 . 5 H z ) , 2. 57 ( 2 H, q, J = 7. 5Hz), 6. 96 ( 1 H, d, 

J = 8 . 7 H z ) , 7. 58 (1H, dd, J = 8. 7, 2. 7Hz), 8. 3 2 

(1H, s), 11. 4 0 (1H, b r). 

(3) 5-7'n^-N- (4, 5 — f/V) - 2 - fc K 
K 3 4) 

2 —T± b*ri/~ 5 -7"n^E--N- (4, 5 - 
;v- 2 -J;v) ^yX7; 2 £ 

tc a 

: 70. 2 % 

1 H — NMR (CDC1 3 ) 5 : 1. 25 (3H, t, J = 7. 5 Hz), 1. 

26 ( 3 H, t, J = 7 . 5Hz), 2. 52 (2H, q, J = 7. 5Hz), 2. 

60 ( 2 H, q, J = 7. 5Hz), 6. 84 (1H, d, J = 8. 7Hz), 7. 

43 (1H, dd, J = 8 . 7, 3. 0 H z ) , 8. 17 (1H, d, J = 3. 0 
Hz), 11. 35 (1H, br), 12. 83 (1H, br). 

M2 3 5 : 2 3 5 (Dit'u^XDWls: 

WMt Lt, RTf2-T$ y -4, 5 -'1^7 

f-'/— /i/£rfflV'-C0iJ3 rfrV\ 

J&S* : 3 2 . 6 % 
mp 1 8 8- 1 8 9°C. 

1 H-NMR (DMSO - d 6 ) : 8 6. 98 (1 H, d, J = 8 . 7Hz), 7. 

4 0- 7. 4 9 ( 6 H, m), 7. 5 3 - 7. 5 6 (2H, m), 7. 59-7. 
63 ( 3 H, m), 8. 01 (1H, d, 1 = 2. 4Hz), 11. 80 (-2H, 
b r s ) . 
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[2 — T ^ J — 4, 5 — i/7 3i— /R : • 3rA/JJ~yi/x. 

.* =i-f • ^ s: — : D i/7 l / • V ? -T w " Jvl' * • jr—J3=.y 7 • ^ ^ h ]) — 

(Zhournal Organicheskoi Khiraii: Russian Journal of Organic Chemistry) J , 
(n i/7), 1 9 8 0¥, p. 2 185#!] 

m2 3 6 : 3 6(D{k&Va<DW& 

(1) 2-757-4, 5 — fcf (77V-2->f/k) 

7njy (0. 5 0 g , 2. 6 Ommo 1) — yu (l 5ml) 

'77^% K (2 18. 8 m g , 5 . 2 Ommo 1), ~7 h U r)Ax^i/K (5 3 
0. 8 m g , 7. 80 mmol) SrAnx., Mt? 2 R#WSS# L/c 0 

7^707^^77^- (n-^1)-^ : 1 : 1->1 : 2) XfitS 

L7X (175. Omg, 31. 1%) 

1 H — NMR (DMS O— d 6 ) : 5 6. 5 9 ( 1 H, dd, J=3. 3, 2. 



1H z), 


6. 


6 2 (1 H, d d, 


J = 3. 3, 2. 1 H 


z ) , 6 . 7 3 


(1H, 


dd, J 


= 3. 


3, 0. 6 Hz), 


6. 8 0 (1 H, d d, 


J = 3. 3, 


0. 9 H 


z), 7. 


0 5 


( 2 H, s), 7. 


75-7. 76 ( 2 H, 


m). 





(2) 5-7'd^-N- [4, 5 — tf {777- 2-4 M ^r^-f'7— )V- 2 
->T/V] — 2 — t KP^-^yXT? K 0fb'g'^#-5§- 2 3 6 ) 



MiLX 5-7D^filf/^, RXf2-7^7-4, 5 - If * ( 77 V- 
i|x^ : 1 2 . 9 % 



1 H— NMR 


(DMS O- 


d.) • 


5 


6 . 


6 5 


(1 H, d d, J 


= 3. 6, 1. 


8 H z ) , 6 


. 6 8 (1H, 


d d, 


, J 


= 3 


. 6, 


1. 8 H z ), 6 


. 7 5 (1 H, 


d, J =8, 


7 Hz), 6 . 


9 2 


(1 


H, 


d d, 


J = 3 . 6, 0. 


9Hz), 6. 


9 3 (1 H, 


P - 

II 

CO 


3 H z 


), 


7. 


3 7 ( 


1 H, d d, J = 


00 

0 

CO 

-0 


Hz), 7. 


8 0 (1 H, 


d d, 


J = 


1 . 


8, C 


). 9 H z ) , 7. 


8 4 (1H, d 
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d, J = l. 8, O'. 9Hz), 7. 92 ( 1 H, d, J = 3. OHz), 14. 
88 (2H, br). 

M2 3 7 : 3 7 

(1) 2-Tir 3, 4-^Ti/T 

'S'- As- 2 ->f /!/) ^2X7 § K 

JWMt Lt, O-Ttf/l'fDf/^P!) F\ M2-7^/-5-h V 7 JV 
/ zf-jv— 1 , 3, 4 1 ^ 

J&4S : 5 1 . 1 % 

1 H — NMR (DMSO— d 6 ) : 8 2. 2 3 (3H, s), 7. 32 (1H, d 

d, J = 8 . 0, 1. 2 H z ) , 7 . 45 (1H, t d-, J = 7. 6, 1. 2 Hz), 
7. 69 (1H, td, J = 8. 0, 2. OHz), 7. 87 ( 1 H, dd, J = 
8.0, 2. OHz), 13. 75 ( 1 H, brs). 

(2) 2 — t Kn^f-y-N- (5-M)7^ta^f^-l, 3, 
'S—/S-2-4A') ^7X7^ K (fc£*«&##2 3 7) 

jgCB-irL’C, 2-Tir (5- MJ 7 ;Vto^f/l/-r, 3, 4 -^ 

7^7/-/i'-2-^/i) ^7X7^ K^rfflV'-C#!l2 <!: tlM 

iR^ : 9 2. 9% 

1 H — NMR (DMSO - d 6 ) : 5 7. 00 (1 H, td, J = 8. 0, 0. 

8 Hz) ,7. 06 (1H, d, J = 8 . 4Hz), 7. 51 ( 1 H, ddd, J 
= 8. 4, 7. 6, 2. OHz), 7. 92 ( 1 H, dd, J=8. 0, 1. 6H 
z), 12. 16 (1 H, b r ). 

$12 3 8 : 2 3 8 

5-TXn^-f-y fvHfe, RTS2-TZS-5 - M 7/Vtn^f/V 

-l, 3, 

#fCo 
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It 5£^ : 8 0 . 2 % 

1 H — NMR (DM S O — d 6 ) : S 7. 01 (1H, d, J = 9.0Hz), 7. 
63 (1H, dd, J=8. 7, 2. 7Hz), 7. 97 ( 1 H, d, J = 2. 4 
Hz). 

#J 2 3 9 : 2 3 9 <D{k&Vll<DWk 

LT, 5 a niJ-y 3 -T ^ / f J) 3 £ H' 

8 ©!ftf1S&fTV\ asjb'&fc&ftfc. 

JfcS£ : 2 3 . 2 % 

1 H — NMR (DM S O— d 6 ) : 8 7.0 2 (1 H, d, J = 9. 3Hz), 7. 
42 (1H, d d d, J = 9. 0, 4. 8, 0. 6Hz), 7. 47 ( 1 H, dd, 

J = 8 . 7, 5. 7Hz), 7. 92 ( 1 H, d, J = 2. 7Hz), 8. 15 (1 
H, ddd, J = 8. 4, 2. 4, 1. 5Hz), 8. 35 (1H, dd, J = 7. 
8 , 1. 5 H z ) , 8. 86 (1H, d, 1 = 2. 4Hz), 10. 70 ( 1 H, 
s). 

#12 4 0 : 2 4 0 

V'T#J3 fc|ISI#©tfcfe&fTV\ 

: 12 . 2 % 

1 H — NMR (DMSO-dJ : 8 7 . 0 4 ( 1 H, d , J = 9 . 0 H z ) , 7 . 

49 (1H, dd, J = 9 . 0, 3. 0Hz), 7. 54 ( 1 H, d, J = 8. 4 
Hz), 7. 88 (1H, d, 1 = 2. 7Hz), 8. 21 (1H, dd, J = 8. 
7, 2. 7Hz), 8. 74 (1H, d, 1 = 2. 7Hz), 10. 62 ( 1 H, 
s), 11. 5 7 (1H, s). 

#12 4 1 : 2 4 1 COfb-a-tJCOMdt 

5-^ncfijf/^ M2-7^y-6-^Da-4-^ h^r 
'>fc*l) ^^V^ffiV'-C#!l3 ^®jb^^#fc 0 

W : 2. 2 % s 
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‘H-NMR (DMS O— d 6 ) : 6 3. 86 (3H, s), 6. 85 (1H, s), 

7. 01 (1H, d, J = 9 . 0Hz), 7. 47 ( 1 H, dd, J = 9. 0, 3. 

0 H z ), 7. 81 (1H, d, J = 3. 0Hz), 11. 08 ( 1 H, s), 11. 

6 5 (1H, s). 

m 2 4 2 : 2 4 2 

5-^nnfiJf/ki, RXf-3 -7 5. S V km 

: 4 . 3 % 

1 H-NMR (DMS O — d 6 ) : 5 7. 07 ( 1 H, d, J = 8. 7Hz), 7. 

51 (1H, dd, J = 9 . 0, 3. 0 H z ) , 7. 61 (1H, dt, J = 7. 

8, 1. 2 Hz), 7. 70 (1H, dt, J = 7. 8, 1. 5 Hz), 7. 98 
( 2 H, d, J = 3 . 0 H z ) , 8. 01 ( 1 H, s), 8. 82 (1H, d, J 

= 2. 4 H z ) , 10. 8 0 (1H, s), 11. 7 4 :( 1 H, s). 

M2 4 3 : 2 4 3 

Mi Lt, 

©TM3 

M : 1 2 . 3 % 

1 H-NMR (DMSO— d 6 ) : 5 7. 07 (1 H, d, J = 8. 7Hz), 7. 

42 (1H, d, J = 7 . 8 H z ) , 7. 51 ( 1 H, dd, J = 8. 7, 2. 7 

Hz), 7. 82 (1H, t, J = 7 . 5 H z ) , 7. 94 (1H, d, J = 3. 
0Hz), 8. 24 (1H, d, J = 7 . 8Hz), 10. 95 ( 1 H, s), 11. 

9 7 (1 H, s ) . 

M 2 4 4 : 'fb'n-#>#-5§- 2 4 4 
(1) 2— Tir 5 n nSIf® 

5 -^nnfU (13. 3 5 g , 77 mm o 1 h ( 2 0 mL) <D 

(0. 0 8mL) ^r^)o< «Tbfc 0 
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T, mS{k&V0O&&&& (15. 4 4g, 9 3. 0%) £#fc c 
1 H — NMR (DMSO-d 6 ): 5 2. 25 (3H, s), 7. 27 ( 1 H, d, 

J = 8. 7Hz), 7. 72 (1H, dd, J = 8. 7, 2. 7Hz), 7. 89 
(1H, d, J = 2. 7Hz), 13. 47 ( 1 H, s). 

(2) 2-7tF^>-5-^nn-N- ( t° ]) ?i?y- 2 T/W) 5 

K 

2-7tF^-5-^nn$im &t72 -T fc’U 
£fflV'T#!i2 0 4 (3) t 
M : 1 9 . 7 % 

‘H-NMR (CD C 1 3 ) : 5 2. 42 (3H, s), 7. 19 (1H, d, J 

= 8 . 7 Hz), 7. 54 (1H, dd, J = 8. 7, 2. 7Hz), 8. 0 1 (1 
H, d, J = 2 . 4Hz), 8. 28 (1H, dd, J = 2. 4, 1. 8 Hz), 
8. 42 (1H, d, J = 2 . 4 H z ), 9. 09 ( 1 H, s), 9. 66 (1H, 
d , J = 1 . 8 H z ) . 

(3) 5 -> o u — 2 -t Kct3r'>— N— (t°y 2 — f/V) 

K (Ib^W^ 2 4 4) 

2-7th^5/-5-^nn-N- (t° D 2 — f >V) ^ 

XT 5 KSrfflV'T09 2i:P«Oi&f^S:fTV\ 

IRJ(S : 7 2. 6% 

‘H-NMR (DMSO-d 6 ): 5 7. 0 9 ( 1 H, d, J = 9. 0Hz), 7. 

52 (1H, dd, J = 8 . 7, 2. 7 H z ), 7. 96 (1H, d, J = 2. 7 

Hz), 8. 4 4-8. 4 7 (2H, m), 9. 49 ( 1 H, s), 10. 99 (1 

\ 

H, s), 12. 0 4 (1H, s). 

M 2 4 5 : 2 4 5 ©'ffr&feOfijS 

Mi tt, 5 -^P^rf-y fvl/fik S:t7 2-T5:X-5-^n^t‘ , y 
/flV'Tfcl 3 t PJ«<7»£<HtV\ 
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W : 1 0 . 3 % 

1 H — NMR (DMSO— d 6 ) : d 6. 98 ( 1 H, d, J = 8. 8Hz), 7. 
59 flH, dd, J = 8. 8, 2. 4Hz), 8. 00 ( 1 H, d, J = 2. 8 
Hz), 8. 86 ( 2 H, $), 11. 09 ( 1 H, s), 11. 79 ( 1 H, s). 
m 2 4 6 : 2 4 6 0>®iS 

Lt, 2- (5 -^p^E— 2- t KB^y'Z/fA') T$y-4-7^ 

(fk'g'#!#-^ 2 1 7) N Rt£:7 p n fcT/V7 5 

T^J2 2 0 
M : 2 3 . 1 % 

1 H — NMR (DMSO— d 6 ) : 5 0. 82 (3H, t, J = 7. 5 Hz), 1. 

39-1. 51 ( 2 H, m), 3. 13 (2H, q, J = 6. 6Hz), 7. 02 
(1H, d, J = 9 . 0 H z ) , 7. 4 0- 7. 4 8 ( 3 H, m), 7. 63 (1 
H, dd, J = 8. 7, 2. 7 H z ) , 7. 6 8- 7. 7 2 (2H, m), 8. 0 

6 (1H, d, J = 2 . 7 Hz), 8. 18 ( 1 H, t, J = 5. 7H'z), 11. 

87 (1H, brs), 12. 14 (1H, brs). 

M 2 4 7 : 2 4 7 co^^KDmis: 

5 — V (2 1 8mg, 1 mm o 1), 3, 5 — ( b ]} ~7 jV^r 

cr ;* U) T — V y ( 2 2 9 m g , 1 mm o 1 K Him-fk V 1/ ( 8 8 n L, 1 mm 

o 1). ( 5 m L) 

£ll*nB.£'t t / s n£PiL '>!l^y/^7A^D7l'^77^“ (n— 

^^=3 : i) t'HIlt, (2 9 m g , 9. 2%) £ 

#fc. 

1 H — NMR (DMS O— d 6 ) : 5 7. 15 (1H, d, J = 8. 8Hz), 7. 

6 5 ( 2 H, s ) , 7 . 7 3 ( 1 H, s') , 7 . 8 1 ( 1 H, s )., 7 . 8 2 ( 1 H, 
dd, J = 8 . 7, 2. 5 H z ), 8. 23 (1H, d, J = 2. 5Hz), 8. 
38 ( 2 H, s), 10. 8 7 (1H, s), 11. 15 ( 1 H, brs). 

m 2 4 8 : 'fk-S'M^ 2 4 8 ©flS'g‘&©®36 
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5-^onf!) Tvl'gfe ( 8 7 m g , 0 . 5 mm ol), 2 , 2 - IfX (3-757 
-4-7f/L'7x^/U) -1, 1, 1, 3, 3, 3 (3 

6 3 m g , 1 mm o 1)> EL$k{k D7 (44niL, 0. 5 mm o 1), I'/U^cy ( 4 

mD '>v$y 

jV-jj =7 D -v h^77-f- (n — : @£g£:x^/V= 5:1) 

(1 6 mg, 4. 9 %) trftfc, ■ (aat5« 2 5 1 , 

-^-2 5 1 <D <(£,'£■!%}%: %i] £.$;!%!£ LX&fc a ) . 

'H-NMR (DMSO— d 6 ) : $ 2. 34 (6H, s), 7. 04 (4H, d, 

J = 8 . 8Hz), 7. 39 ( 2 H, d, J = 8. 4 Hz), 7. 48 ( 2 H, d 
d, J = 8 . 8, 2. 9Hz), 7. 96 (2H, d, J = 2. 9Hz), 8. 1 
9 ( 2 H, s ), 10. 44 ( 2 H, s), 12. 17 (2H, s). 

#12 4 9 : 2 4 9 <B®3£ 

WM 1 l"C, 3 - 7 x =. Asf- ]) 3 , 5 — tf .x ( h y X )Vir u ^ J-jv) 

t-v y&m'xm 13 

J» : 6 4 . 6 % 

'H-NMR (DMS O-d 6 ) : 5 7 . 1 2 ( 1 H, t , J = 8 . 1 H z ), 7 . 
37 (1H, t t, J=7. 5, 1. 5 H z ) , 7. 4 3-7. 4 8 (2H, m), 
7. 56-7. 60 ( 3 H, m) , 7. 91 (1H, s), 8. 07, ( 1 H, d d, 

J = 8 . 1, 1. 5Hz), 8. 48 (2 H, s), 11. 0 0 ( 1 H, s), 12. 
16 (1H, s). 

m 2 5 0 : 2 5 0 J®#B£ 

MftktTs 4 -7/W^-niHJ 5 - t"x ( H) 7 jvlru } fvv) 

r-vyzm'xms 

: 6 5 . 7 % 

1 H — NMR (DMSO-d 6 ) : 6 6. 8 1 - 6. 9 0 (2H, m), 7. 8 4 

(1H, s,), 7. 9 3-7. 9 8 (1 H, m,), 8. 45 (2 H, s,), 10. 

7 8 (1H, s), 11. 8 1 (1H, s,). 
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#12 5 1 : i 2 5 1 




: 9 . 4 % 



'H-NMR (CD 3 OD) : 8 2. 1 6 ( 3 H, s), 2. 34 (3H, s), 

6. 69 (1H, d, J = 8 . 2Hz), 6. 76 (1H, brs) 6. 95 (1 

H, d, J = 8. 8 Hz), 7. 0 2 ( 1 H, d, J = 8 . OH z), 7.15 (1 

H, d, J = 8 . 2Hz), 7. 29 ( 1 H, d, J = 8. 2Hz), 7. 37 (l 

H, dd, J = 8 . 8, 2. 6 Hz), 7. 97 (1H, d, J = 2. 6Hz), 

7. 9 8 (1 H, s ). 

M 2 5 2 : 2 5 2 

LT\ 5-^nnf [2-757-4- ( H) 7 >vir 

Xic/dri/] h !)/W£/BV'T#j3 'fc tIM 

Jl : 1 1 . 6 % 

‘H-NMR (CDjOD) : 5 6. 8 8 ( 1 H, d, J = 8. 6Hz), 7. 1 

9 ( 2 H, d, J = 8 . 9 H z ), 7. 24 ( 1 H, d, J = 8. 6Hz), 7. 
33 (1H, dd, J = 8 . 8, 2. 8Hz), 7. 46 ( 1 H, dd, J = 8. 
9, 1. 9 Hz), 7. 7 6 ( 2 H, d, J = 8. 9 Hz), 7. 9 8 ( 1 H, d, 

J = 2. 7H z), 8. 9 6 (1H, s). 

M2 5 3 : \'£&m^2 5 3 

ut, 5-? UlTI 3 — T^y — 4— (4-p( 

/=*'» -<>'/ H v V''X^iJ 3 fv\ tfffi'fb-a-#) 

. 

W : 8 8 . 1 % 

1 H-NMR (CDC1 3 ): 5 3. 85 (3 H, s) 6. 81 (1H, d, J 

= 8. 5 H z ) , 6. 9 7- 7. 0 2 (3H, m), 7. 08 (2H, d, J = 8. 
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8 H z ) , 7. 30 ( 1 H, m), 7. 40 ( 1 H, dd, J = 8. 8, 1. 9H 
z), 7. 45 (1H, d, J = 2 . 2 Hz), 8. 70 (1H, s), 8. 78 (l 
H, d, J = l. 6Hz), 11. 76 (1H, s). 

M2 5 4 : 2 5 4 <T>\ 

Mat, f-y^gu so‘2, -5 - t'x 

: 4 7. 8% 

‘H-NMR (C D 3 OD) : 5 7. 00-7. 06 (2H, m), 7. 48 (l 

H, dt, J = 1 . 5, 7. 5 H z ) , 7. 74 ( 1 H, d, J = 8. 4Hz), 
8. 01-8. 08 ( 2 H, m), 8. 79 ( 1 H, s ), 11. 09 (1H, s), 

1 2. 0 3 (1 H, s). 

M 2 5 5 : 2 5 5 <D{£&&<Dm£ 

(1) 2— T^y — 4— (2, 4-y7nn7x-/l/) =f-7'S—)V 

LT, 2’ , 4’ -^B ; o7tF7x7y, l/T&ffl V'TM 

23 1 (l) 

JR* : 9 7 . 1 % 

‘H-NMR (CD C 1 3 ) : 6 5. 01 ( 2 H, s), 7. 09 (1H, s), 

7. 28 (1H, dd, J — 8 . 4, 2. 1Hz), 7. 45 (1H, d, J = 2. 
1Hz), 7. 82 (1H, d, J = 8 . 4 H z ). 

(2) 5 -y p u — 2 - t Kd^ri/— N— [4- (2, 4-y7nP7xx;l/) 

^T'y-^-2-4'/k] k ut&m m &2 5 5 ) 

DT, 5-7nPt!lf/^, M2-7^7-4- (2, 4-v>ynn 
7'=.~/V) /vSrffiV'TM3 tlRlfiloafefPS:fTV\ 

lR*P : 8 . 0 % 

1 H-NMR (DM S O— d 6 ) : 5 7. 08 (1 H, d, J = 8. 7 Hz), 7. 

5 0- 7. 5 5 ( 2 H, m), 7. 7 2-7. 7 6 (2H, m), 7. 91 (1H, 
d, J = 8 . 4Hz), 7. 95 (1H, d, J = 2. 4 Hz), 11. 87 (1 
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H, bis), 12. 09 (1H, brs). 

#12 5 6 : 2 5 6 (Dfc&to 

3 'J-fVL fcVHM) &I73, 5-tf7 (h!)7/VtD^ 

fvu) r=!) y^rfflv'-c#l3 £H«©jfcf£<S:fTV\ ^S-fb^Sr^Xo 
lfci§£ : 9 9. 2% 

'H-NMR (CDC 1 3 ) : 8 1. 26 (6H, d, J = ,6 . 9Hz), 3. 4. 

4 (1H, Hep t , J = 6 . 9Hz), 6. 92 (1H, t, J = 7. 8Hz), 

7. 3 8 (1 H, dd, J = 8 . 1, 1. 2 H z ) , 7. 44 (1H, d, J = 7. 

5Hz), 7. 69 (1H, s), 8. 13 (3H, s), 11. 88 (1H, s). 

#J 2 5 7 : 2 5 7 ©ft^©#l3S 

N- [3, 5 — If* (MJ7^to^f/l') 7 — /I/] - 2 — fc Kn^f-v'— 3 - 
y{ 77d t'/V^VXT 5; K (-f 2 5 6 ; 1 0 Omg, 0. 26 mm o 1 ) 

( 5 m L) 7/VXyfilT, II (14. 4/iL, 0. 

2 8mmol) (1. 7 m g, 0. 0 3mmol) 2 8# 

mWiWLtCo l&?n£& 

zk-ejii&gfc^ 

iS?rn /K'lalf tx> S-fell# (110m 

g , 9 1.5%) £#fc 0 

‘H-NMR (CDC 1 3 ) : 5 1. 2 5 (6H, d, J = 6. 9Hz), 3. 3 

9 (1H, Hept, J = 6. 9Hz), 7. 49-7. 51 (2H, m), 7. 
71 (1H, brs), 8. 11-8. 14 (3H, m), 11. 81 (1H, b 
r s ) . ' 

#j 2 5 8 : 2 5 8 <D{k£- 

N— [3, 5-fc*7 (h V 7/M-cz X fvl') 7ai— ;U] -2- t Ko^'>- 3 — 
X ^vW'^T'XT 5. K ( / (b'n 5 8 ; 1 50mg, 0. 41 mm o 1 ) CO 7 ^ 

/— /U/tK (3 : 1) ( 5 m L ) (Cl, ^ K (-8 8. 

2 m g , 0. 5 0mmol) MX. i£T*l 0Mj$lfc. 



243 




WO 03/103654 



PCT/JP03/07 1 19 



^m^-e«Lfc 0 fflsSfe^^vMlSrl 0%^mWrt-- V V IS 

= 5 : 1) ( 1 6 7 m g , 9 1. 5%) £# 

fc 0 

1 H — NMR (CD C 1 3 ) : 5 2. 28 (3H, s), 7. 47 (1H, s), . 

7. 50 (1H, d, J = 2 . 4Hz), 7. 71 (1H, s), 8. 08 (1H, 
brs), 8. 13 ( 2 H, s), 11. 71 (1H, s). 
m 2 5 9 : ^^#^-2 5 9 <Dfc'£®)<DM& 

N- [3, 5 — tf^. (h!J7/vtD^f/ u) 7 ^l=. )V\ - 2 - t Kb ^r'y— 3 - 
7x =MyXm* (M#t2 4 9) S:fflV'TW2 5 8 

v\ SJgffrg-fcfc#*:. 

IW : 6 7. 5% 

‘H-NMR (DM SO- d 6 ) : 5 7. 36-7. 50 (3H, m), 7. 55 

-7. 59 (.2 H, m), 7. 71 (1H, d, J = 2. 1Hz), 7. 93 (1 

H, brs), 8. 28 (1H, d, J = 2 . 1Hz), 8. 45 (2H, s), 1 

I. 06 (1 H,- brs), 12. 16 (1H, brs). 

m 2 6 0 : 2 6 0 (D\\L^fys<DWk 

(1) 2-75 / - 4 - (3, 4-'77dd7x^) ^T'/—)V 
WMtLX, 3’ , 4’ -'77nn7th7x77, 

23 1 (i) 

&§£ : 7 7 . 8 % 

1 H — NMR (DMSO— d 6 ) : 5 7. 17 (2 H, s), 7. 24 (1H, s), 

7. 62 (1H, d, J = 8 . 4Hz), 7. 78 (1H, dd, J = 8. 7, 2. 

7 Hz), 8. 22 (1H, d, J = 2. 4Hz). 

(2) 5-7on-2-t Ko^r'7-N- [4— (3, 4 -v ? 7pd7x-/1') 

2-4 AS] ^7X75 K 2 6 0) 
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Mi: It, R&2-TSS-4- (3, 4-^nn 

■7^=-;u) 77/— /w^V'-C^3 £|Rltl0$sf£3:fTV\ 

JR$ : 1 5 . 1 % 

'H-NMR (DMS O— d 6 ) : 5 7. 08 ( 1 H, d, J = 8. 7Hz), 7. 

52 (1H, dd, J = 8 . 7, 2. 7Hz), 7. 71 (1H, d, J=8. 4 
Hz), 7. 91 (1H, d, J = l. 8Hz), 7. 94 ( 1 H, s), 8. 18 

(1H, d, J = l. 5Hz), 12. 09 ( 2 H, bs). 

#12 6 1 : 2 6 1 -<Dfc&ya<Dffl&- 

(1) 2-75/-4-'[4- (^7/^13^^) 7 77/— JV 
MirbX, 4’ - (M)7^n^f/i/) 7tF7i/y, 

mv'xm 23 1 (1) 
lR2p : 77. 5 % 

1 H — NMR (DMSO — d 6 ) : 5 7. 18 ( 2 H, s), 7. 2 6 ( 1 H, s), 

7. 72 ( 2 H, d, J = 8 . 4 Hz), 8. 0 0 ( 2 H, d, J = 8. 1Hz). 

(2) 5-7DD-2-tKn^-N- {4- [4- ( h ]} 7 7V^ru 7-77V) 
7^=-)V\ 77/— 7 V-2-/JV) ^<7/7% K (Mff2 6 1) 
Mitt, 5-7nnf!jf/^lU!2-7^-4- [4- (HJ7/^ 
u77)/) 7z=/i/] 77/— ;^^V'T#J3 t #®fb'&& 
Sr#fc. 

JRJ* : 1 6 . 0 % 

1 H — NMR. (DMSO— d 6 ) : 5 7. 0 9 (1 H, d, J = 9. 0Hz), 7. 

53 (1H, dd, J = 8 . 7, 2. 7Hz), 7. 81 (2H, d, J = 8. 4 
Hz), 7. 96 (1H, d, J = 2 . 4Hz), 7. 98 ( 1 H, s), 8. 16 

( 2 H, d, J = 8 . 1Hz), 11. 91 (1H, bs), 12. 13 ( 1 H, 
b s ) . 

#12 6 2 : 2 6 2 
(1) 2— * Y7'y-4-7^=- /I'g&^&77/1' 
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4-^dd- 2- 7 K (904mg, 4. 5 mm o 1 ) N 37 ^ 

— /I'/K n ;/§£ ( 5 0 0 m g , 4. 1 mm oik j^§£-ir K ( 2 . 7 g, 8. 2 
mmol) <7>N, N-^^W/l'AT'; K (1 5mL) 

$TF> '^nct'7 ( M 7 4 'y) (2 9 mg, 0. 0 

4 mm o 1 ) &j]QZ., 1 2 0 °CT* 8 Lfc 0 

b'j ^A-c^bfco 

vh^77^“ (n- — ^'y ■ M^^=.l 0 : 1) -effMLT. tlMfc'g' 
(4 1 0 m g , 4 1. 2%) £#7c 0 

1 H — NMR.(CDC 1 3 ) : 5 3. 91 (3H, s), 3. 98 (3H, s), 

7. 17 (1H, d, J = l. 5 Hz), 7. 20 (1H, d d, J = 8. 1, 1. 

5 H z ) , 7. 31-7. 50 (3H, m), 7. 59-7. 63 ( 2 H, -m), 7. 

8 9 (1H, d, J = 8 . 1Hz). 

(2) 2-7 F^r'7-4-7x-/l/$,|f® 

2—7 H ^ '37 — 4 — 37 i (4 1 Omg, 1. 69 mm o 1 ) 

0777“/ 7 ( 5 m L ) 2 h ]) (5mL) Ztoz., 

^aibfc^ B a B ^si^tT. mm- 

(3 7 1 mg, 9 6. 0%) 

1 H — NMR (DMS O - d 6 ) : S 3. 9 3 (3 H, s ), 7. 2 9 ( 1 H, d 
d, J = 8 . 1, 1. 5 H z ) , 7. 34 (1H, d, J = l. 5Hz), 7. 4 
0-7. 53 ( 3 H, m), 7. 7 3-7. 7 7 (3H, m), 12. 60 ( 1 H, 
s). 

(3) N- [3, 5-fc'* ( h V 7/Vtn7f/V) 37i-7/| -2-7 F^r'7- 

LT, 2-7 H^'>-4-37^-/^S«^ ,£.173, 5 - t:"* (4 9 7 
/U7-n7^) T-IJ 
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lRSfs : 9 7 . 5 % 

X H — NMR (CDC 1 3 ) : 6 4. 19 (3 H, s ), 7 . 2 5 ( 1 H, m), 

7. 3 8 - 7. 5 3 (4 H, m), 7. 6 2- 7. 6 5 (3H, m), 8. 12 (2 
H, s), 8. 35 (1H, d, J = 8. 1Hz), 10. 15 (1H, brs). 
(4) N- [3, 5-fc:"^ ( HJ fvu) 7i- jV\ -2-t 

-4-7i-/^yX7 ? K 2 6 2) 

N- [3, 5-i?X -2-/- h 3r'>- 4 - 7 

x. x 7X7 $ K (lOOmg, 0. 24 mm o 1 ) (Di?-? n v & 1/ (5m 

L) (0. 7 lmL, 0. 71m 

moi) ztoTL^ m&x*i m tk, 

h^77^- (n— dri)-^ : 

;U=5 : 1) filtt, imiJ©&fe^.(:6 9j 3 mg, 7 1. 6%) 

£#7c 0 

‘H — NMR (DM S O — d 6 ) : 5 7. 20 (1H, dd, J = 8. 4. 1. 



8H z). 


7. 


3 0 


(1H; 


d, J = 1 . 8 H z), 7. 39-7. 


5 1 ( 3 H, 


m), 7 . 


6 0 


-7. 


6 4 


( 3 H, m), 7. 7 0 ( 1 H, brs), 


8 . 15 (2 


H, s), 


8. 


19 


(1H, 


brs), 11.59 (1H, s). 





&2 6-3 6 30fc&W<&W& 

(1) 2 — T 5 7 - 4 - (2, 5-^7/Ptn7xr:/!/) 



MtLT, 2’ , 5’ -'^7/l/tn7tl'7xy>, 

12 3 1 (1) 

J|X^ : 7 7. 8% 

'H-NMR (DMS O— d 6 ) : 8 7. 4 5 ( 1 H, d, J = 2. 7 Hz), 7. 

11-7. 17 (1H, m), 7. 19 (2H, s), 7. 28-7. 36 (1 H, 
m), 7. 6 5-7. 71 ( 1 H, m) . 

(2) 5-7dd- 2 — t Kd^'>-N- [4- (2, 5 - i?7/Uta 7x=/U) 
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fry-/ V-2->f7U] 5 K 6 3) 

Mi b-C, 5-^nofyf/^ XU : 2-7^-4- (2, 5-^7/^ 
D7x^) f7^S:fflV'T«3 £ia«©SM££fTV\ 

W -: 3 6 . 5 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 0 9 ( 1H, d, J = 8. 7Hz), 7. 

2 2- 7. 3 0 (1 H, m), 7. 37 ( 1 H, m), 7. 53 ( 1 H, dd, J 

= 8. 7, 3. 0 H z ) , 7. 72 ( 1 H, d, J = 2. 4Hz), 7. 77-7. 

8 4 (1H, m), 7. 9 4 (1H, d, J = 3. OHz), 11. 8 9 ( 1 H, 
b s), 12. 12 (1H, b s). 

0)2 6 4 6 4 

(1) 2 -T 5 y - 4 - (4-^F^7x^) 3-7 'S'- }V 
JDKfl-irDT, 4’ l/T^^V'T0il2 3 1 

(1) irl^«^fWTV\ 

JR^ : 8 5 . 2 % 

'H-NMR (DMSO— d 6 ) : 5 3. 7 6 (3 H, s), 6. 8 2 (1 H, s), 

6. 92 ( 2 H, d, J = 9 . OHz), 7. 01 ( 2 H, s), 7. 72 (2H, 

d, J = 8 . 7 H z ) . 

(2) 5-7nn-2-t Kn^y-N- [4- (4-y 

'/—/v- 2 - 4 ?V\ K Ufrg*to#-S- 2 6 4) 

Milt, ^l72-T^y-4- (4 -y 

IR^ : 1 6 . 4 % 

'H-NMR (DM S O— d 6 ) : 5 3. 8 0 (3 H, s), 7. 01 (2H, d, 

J = 9 . 0Hz), 7. 07 (1H, d, J = 8. 7Hz), 7. 50-7. 55 
( 2 H, m), 7. 86 (2H, d, J = 9. OHz), 7. 96 (1H, d, J 
= 2. 7Hz), 11. 90 (1H, bs), 12. 04 ( 1 H, bs). • 
m 2 6 5 : 2 6 5 
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(1) 2-7^y-4- [3- 7i^] 

3 * - (Hi7/^n>f/w) RTfittVl 'TZ 

m^xm2si (i) 

JR$S : 9 4. 1% 

1 H — NMR (DMS O— d 6 ) -8 7 . 1 9 ( 2 H, s ), 7 . 2 7 ( 1 H, s ), 

7. 61 ( 2 H, dd, J = 3 . 9, 1. 5Hz), 8. 07-8. 13 ( 2 H, 
m). 

(2) 5-7DD-2-t Ko^i/-N- {4- [3- (Hj7/Vtn^f/V) 

77 7-/W- 2-7/W ^yX7; K (lb^W-^2 6 5) 
lUt Lt. 5-7onfUf/^ &172-7S/-4- [3- ( h y 
n/f/v) ;v] 77 7— 3 £ HUB'ffc'gNfe 

Ifc* : 3 1 . 0% 

1 H — NMR (DMS O— d 6 ) : 5 7. 13 (1H, d, J = 8. 7Hz), 7. 

53 (1H, dd, J == 9 . 0, 2. 7Hz), 7. 70 ( 1 H, d, J=2. 4 
Hz), 7. 71 (1H, d, J = l. 2 Hz), 7. 95 (1H, d, J = 2. 

7 H z ) , 8. 00 (1H, s), 8. 2 4-8. 2 7 (2H, m) , 12. 16 (2 
H, b s ). 

M2 6 6 : it 6 6 (D{t^<omt 

(1) 2-75 7-4- (2, 3, 4, 5, 6 - ^7^n7i=^) 77 
7— /V 

iHi: IT, 2’ , 3’ , 4’ , 5’ , 6’ -^y77/^n7tF7x77 

2 3i(D 

JR# : 8 6. 7% ! 

X H — NMR (CDC 1 ,) : 8 5.19 (2H, s), 6. 8 3 (1 H, s). 

(2) 5-7nn-2-tKn^y-N- [4- (2, 3, 4, 5, 6 -'<># 
7/l/tn7x-/U) 777— A'— 2 -7/1"] "<2X7 5 K (ft^W^-2 6 6) 
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MHT, 2 -T ^ 7 - 4 - (2, 3, 4, 5, 

» : 2 3 . 8 % 

1 H — NMR (DMSO— d 6 ) : 5 7. 0 8 ( 1 H, d, J = 8. 7Hz), 7. 

53 (1H, dd, J = 8 . 7 , 2. 7Hz), 7. 73 ( 1 H, s), 7. 93 
(1H, d, J = 2. 7 H z ) , 11. 85 (1H, bs), 12. 15 ( 1 H, 
b s ) . 

M2 6 7 : ^#>#^-2 6 7 

IH-tLT, 5-^nDt!)f/l/K, W2-7^-4-^fM>'/7x; 

: 8 . 7 % 

1 H — NMR (C D C 1 3 ) : 5 2. 5 0 (3H, s), 6. 98 (1H, d, J 
= 8. 3Hz), 6. 99 (1H, d, J = 7. 3Hz), 7. 39 ( 1 H, dd, 

J = 2 . 0, 8. 6 Hz), 7. 4 8-7. 6 4 (4H, m), 7. 7 2 ( 2 H, 
d, J = 7. 6 H z ) , 7. 83 (1H, d, J = 2. 3Hz), 8. 57 (1H, 
s), 12. 18 (1H, s), 12. 34 ( 1 H, br. s). 

M 2 6 8 : 2 6 8 <Dit^<Dm'^ 

2-tKo^'>-N- [2, 5-fc'X (M)7/Vtn^f/i/) 

7 $ K 2 54:1 7 5mg, 0. 5 mm o 1 ) (5m 

L) t (3mg, 0. 05 mm o 1 ) \ (12 9/41, 2. 5mmo 

1) ZMz.. 5 0°CT'l 2^f B W^U7c 0 ISM 

wtk, ?k 

Y'fyy^- (n-^f-:/ : && 
= 2 : 1) (1 8 4. 2 mg, 7 2. 7%) 

£#fc 0 

‘H-NMR (DMS O— d 6 ) : 5 7. 92-7. 98 (1 H, m), 8. 06 
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(1H, d, J = 2 . 1 H z ) , 8. 09 ( 1 H, d, J = 8. 4Hz), 8. 2 
2 (1H, d, J = 2 . 1 H z ), 8. 2 7 -8. 3 2 ( 1 H, m), 11. 31 
(1H, s). 

##$Jl : N- [2, 4 -If* ( HJ -5-fnn 

- 2 - t 5 K<D®ljg 

5-^naf-y ( 1 7 3 m g , 1 mm o 1), 2 , 4 — tf* ( h ]} ~7 }V^r n 

pi T =■ !)y (2 2 9mg, 1 mm o 1 ) N h— (5ml) 

ESftyy (4 4 /jL, 0. 5mmol)li 4. ^ 

TkRifoRb g£§&^^A'T'tttHb/c 0 ^ttR^ 

y ^7yVl ^ 7 ^^ n-^r 1/77^- (n— 

— 2 : 1) ■ettJKU’Cx (2 6. 3 m g , 6. 9%) Sr# 

fc e 

1 H — NMR (CDC 1 3 ) : 5 7. 0 3 ( 1 H, dd, J = 8. 7, 0. 6H 

z), 7. 4 3- 7. 4 8 ( 2 H, m), 7. 91 (1H, d, J = 9. 0Hz), 
7. 96 (1H, s), 8. 42 ( 1 H, s), 8. 49 (1H, d, J = 8. 7 

Hz), 1 1. 2 6 (1H, s). 

###!2:N-[2- ( K y 7;Uj~u pi^pls) 7i=^]-5-^nn-2-t K 

n>y^yX7^ KO»3S 

5-^ppftJ ^Ad!!? (17 3 mg, 1 mm o 1 K 2 — ( h ]) 7/Vtn pi ^VU) 
7-!)7 (1 6 lmg, 1 mm o 1), y b (4 4 m 1 > 0. 5 mm o 1), 

^/>7ncr^bifb (5mL) 3 ftlfflN&ilftc b 

fCo n-^^rf-X (5 OmL) 1»U #f 

ttlb7cfe^ 0 B H ?rmbX^^^ (5 OmL) fci&fcbfc. 

7X, ISfD^:S7K-e)ii»^b, ^TkM-^hy *A.Tft*|LfcfL 

ifebfc. #bJlfc»S^!)#W?A^o*7h^77-f“'(n : 

2 : 1) t'iHL, (1 8 3mg, 58. 0 %) 
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1 H — NMR (DMSO-d 6 ) : 5 7. 07 (1 H, d, J = 8. 7Hz), 7. 

42 (1H, t, J = 7. 5Hz), 7. 52 ( 1 H, d, J = 8. 7, 2. 7H 

z), 7. 74 (1H, t, J = 8 . 1 H z ) , 7. 77 ( 1 H, t, J = 8. 1 
Hz), 7. 99 (1H, d, J = 2. 7Hz), 8. 18 ( 1 H, d, J=8. 

1 H z ), 10. 76 (1H, s), 12. 22 ( 1 H, s). 

###J3 : N-[4 — ^ n o- 2 - ( M) 7/VtD^f/>) 5 n 

u - 2 - k $: 

JJfMtLX. 5 — ? n nf-i} fvUgg, $:tM — ^ n n - 2 — (hy7/^o^f 

,!✓) r = y 1 2 £ 

JRS* : 2 1 . 5 % 

1 H — NMR (DM S O — d 6 ) : 5 7. 07 (1 H, d, J = 8. 7Hz), 7. 

52 (1H, dd, J=8. 7, 2. 7Hz), 7. 8 0- 7. 8 5 (2H, m), 

7. 97 (1H, d, J = 2 . 7 H z ) , 8. 26 ( 1 H, . d , J = 8 . 4 H z ) , 
10. 80 (1H, s), 12. 26 (1H, s). 

#=%0ll4 : N-[3 - (Ml7/UtD^^) 7x=/i/]- 5-7’n ; t- 2 — fc K 



KO»3t 



IgitLT, 5-yo^tUf/^ $.17 3- (M7/Wtn7f/V) T =■}) is 
: 5 0.3% 

1 H — NMR (DM SO— d 6 ) : 5 6. 9 8 (1 H, d, J = 8. 7Hz), 7. 

4 8- 7. 5 2 (1H, m), 7. 59 ( 1 H, dd, J = 8. 7, 2. 7Hz), 
7. 6 2 (1H, t, J = 8 . 1Hz), 7. 9 2-7. 9 6 ( 1 H, m) , 8. 
02 (1H, d, J=2. 4 H z ) , 8. 2 0 (1H, s), 10. 64 (1H, 
s), 1 1. 6 0 (1H, s). 

5 : N-[4 o o- 3 - ( hi) T 7 a * 5vW) 7 5 -:/cr 



■=&- 2 — t 



ROMia 
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LT, W4-^on-3 - (bVy^^t 

jv) t~'j 12 tffl&tDj&fP&fTi/', wm-i k&@n£&ft 0 

l&m : 37. 4 % 

1 H — NMR (DMS O - d 6 ) : S 6. 98 (1H, d, J = 8. 7 Hz), 7 . 
59 (1H, dd, J = 8 . 7, 2. 4Hz), 7. 73 ( 1 H, d, J = 8. 7 
Hz), 7. 98 (1H, d, J — 2 . 4Hz), 8. 00 ( 1 H, d d , J = 8 . . 
7, 2. 4Hz), 8. 31 (1H, d, J = 2. 4Hz), 10. 68 (1H, 
s), 1 1. 5 2 (1 H, b r s). 

#3f#| 6 : N - [4 — ( h V 5vP) 5 n n- 2 - t K 

D4r^yX7?K©S)l 

.JECR-fc LT* 5-^nntDf^i, M4- (M) 7/Vtn^f^) 7-D > 
&J8V'-C##0<J2 t |p|&<7>Jftf££:fTV\ SH'fb'&'feSrft/to 
JRS|S : 7 5 . 0%, Sfegfr 

1 H — NMR (DMSO-d 6 ): 5 7. 04 (1H, d, J = 9 . 0Hz), 7. 

4 8 (1H, dd, J = 8 . 7, 2. 7 Hz), 7. 74 (2H, d, J = 8. 7 

Hz), 7. 90 (1H, d, J = 2 . 7 Hz), 7. 95 ( 2 H, d, J = 9 . 
0Hz), 10. 65 (1H, s), 11. 59 (1H, s). 

###|7 : N-[2 — ^ p o — 4 - ( h ]) y/V^rxij. J-jV) 7x^]-5-/n 
•=£■— 2 — t Rn ^r'y-^l/XT % KOSczir 

Mi IX, 5 — ^U^2-i7cici-4- ( h y ^yl^n^ 

yu) T^y ^trfflV'-C#%0!l2 
JRSp : 3 4 . 9 % 

1 H — NMR (DMSO— d 6 ) • 5 7. 04 (1H, d, J = 8. 7Hz), 7. 

64 (1H, dd, J = 8 . 7, 2. 7 H z ) , 7. 79 ( 1 H, dd, J = 9. 

0, 2. 1Hz), 7. 99 (1H, d, J = 2. 1Hz), 8. 11 (1H, d, 

J = 2 . 4Hz), 8. 73 (1H, d, J = 9. 0Hz), 11. 15 ( 1 H, 
s), 12. 4 2 (1H, s). 
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m & m i nf-/c b . 

NF-KB&£flJMMtUB&Hill (r-fe/U (Cell) J , (*g), 199 3 

17 3#, f2t, p. 3 9 5-4 0 6#i o ) LTM bfc 0 NF 

- K B (TGGGGACTTTCCGC) £ 5 yfA|C) Lfc^ D ^ > U 

KSr>J'^ r /Wi'^7 3i 7 ' — (Luc) <7)_h^{C|§.^/-lAA/i^:l7 P 7^. ^ K(p 
NF/cB-Lu c Reporter Plasmid : STRATAGENE |±M) 

^^(Effectene, QIAGEN _*t») £JBV'"C t hjfftf A&fflJ&ttc HepG2C 
QIAGEN |±CD7°n h h7^7x^ h Lt, 6 ~24 bfc c ■£ 

Of, TX\ T N F — a (40 ng/ml) ^*0 ^ T 4 B# 

Ofc#-r^3r 

tfc#0 (SPECTRAFLUORPLUS, TECAN&M) £fflV'T$!|)£b 

It . o 

10 Mg/ml 2UM Mg/ml #Srait5NF- K B8H4®* 





NF-K-B^ttibiaw (%) 


i&tfcft&l-O p g/mL 


WWoWkS. lug / m L 


1 


9 7. 1 


9 0. 9 


2 


9 5. 6 


9 3.3 


3 


9 4. 3 


8 1. 5 


4 


9 7. 5 


9 5. 7 


5 


9 9. 2 


9 6. 5 


6 


9 8. 6 


9 4. 9 


7 


8 5.4 


8 6. 6 


8 

1 


9 9. 2 


9 2.0 


9 


9 9.6 


9 2. 2 


1 0 


9 9.4 


9 5. 8 
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7 1 


9 5 . 


0 


8 9 . 


6 


7 2 


9 5 . 


0 


9 4 . 


6 


7 3 


9 7 . 


9 


9 3 . 


1 


7 4 


9 7 . 


5 


6 4 . 


0 


7 5 


8 2 . 


2 


5 8 . 


1 


8 0 


7 3 . 


0 


4 6 . 


3 


8 1 


9 6 . 


3 


9 5 . 


0 


8 2 


9 6 . 


8 


9 4 . 


0 


8 3 


9 8 . 


3 


9 5 . 


7 


8 4 


9 6 . 


6 


9 2 . 


6 


8 5 . 


9 8 . 

■ 


9 


9 4 . 


7 


8 6 


9 8 . 


7 


9 6 . 


7 


8 7 


9 5 . 


9 


9 3 . 


1 


8 8 


9 7 . 


1 


9 4 . 


8 


8 9 


9 7 . 


4 


9 6 . 


7 


9 0 


9 4 . 


1 


8 8 . 


9 


9 1 


9 6 . 


7 


8 6 . 


3 


9 2 


9 7 . 


9 


9 3 . 


8 


9 3 


9 7 . 


2 


8 4 . 


5 


9 4 


9 3 . 


4 


7 6 . 


6 


9 5 


9 8 . 


5 


9 1 . 


8 


9 6 


9 9 . 


1 


9 4 . 


6 


9 7 


9 7 . 


8 


9 5 . 


8 


9 8 


8 6 . 


4 


8 1 . 


8 


9 9 


9 8 . 


0 


5 4 . 


3 


10 0 


9 5 . 


1 


8 5 . 


6 
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16 0 


9 6 . 


16 1 


9 7 . 


16 2 


9 7 . 


16 3 


9 7 . 


16 4 


9 8 . 


16 5 


9 9 . 


16 6 


9 6 . 


16 7 


9 8 . 


16 8 


9 7 . 


16 9 


9 5 . 


17 1 


9 8 . 


17 2 


9 6 . 


17 3 


9 8 . 


17 4 


8 9 . 


17 6 


9 9 . 


17 7 


9 9 . 


17 8 


8 9 . 


17 9 


9 3 . 


18 0 


9 3 . 


18 1 


9 5 . 


18 2 


9 0 . 


18 3 


8 6 . 


18 4 


6 3 . 


18 5 


9 5 . 


18 6 


9 8 . 


18 7 


9 4 . 
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2 16 


2 18 


2 19 


2 2 0 


2 2 1 


2 2 2 


2 2 3 


2 2 4 


2 2 5 


2 2 6 


2 2 7 


2 2 8 


2 2 9 


2 3 0 


2 3 1 


2 3 2 


2 3 3 


2 3 4 


! " 
2 3 5 


2 3 6 


2 3 7 


2 3 8 



8 2.8 


5 5. 8 


9 4. 2 


8 0. 7 


9 6. 0 


8 2. 2 


5 8. 6 


5 0. 8 


84. 0 


5 1. 9 


9 1.3 


4 9. 6 


6 0.4 


3 3. 3 


9 6. 5 


8 7.6 


7 8.6 


3 4. 6 


8 5.8 


4 5. 0 


9 0. 3 


3 1. 8 


9 0. 0 


6 6.9 


9 0. 1 


7 4. 0 


8 4. 8 


4 0. 8 


9 4. 5 


9 5. 9 


8 5. 4 


8 8. 2 


8 4. 7 


2 6. 6 


6 3. 1 


2 9. 1 


8 1.8 


N.T. 


5 6.0 


2 1.4 


8 1.9 


N.T. 


9 0. 3 


2 6. 1 







2 4 0 



9 2.3 



14. 3 
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2 4 7 


>99.9 


N.T. 


2 4 8 


>99.9 


>9 9. 9 


2 4 9 


9 0. 7 


8 6.6 


2 5 0 


9 5.4 


9 4. 2 


2 5 1 


9 6.8 


9 3.6 


2 5 2 


9 6.3 


9 3.9 


2 5 3 


9 9. 5 


9 6. 3 


2 5 5 


N. T. 


>99. 9 


2 5 6 


N. T. 


9 2. 1 


2 5 7 


N. T. 


>99.9 


2 5 8 


N. T. 


>9 9. 9 


2 5 9 


N. T. 


>99. 9 


2 6 0 


N. T. 


>99. 9 


2 6 1 


N. T. 


>99. 9 


2 6 2 


N. T. 


>99. 9 


2 6 3^ 


N. T. 


>9 9. 9 


2 6 4 


N. T. 


>9 9. 9 


2 6 5 


N. T. 


>99.9 


2 6 6 


N. T. 


>9 9. 9 


2 6 7 


N. T. 


2 8. 6 


2 6 8 


9 8. 4 


8 7. 1 



N. T. 



N-7x=/l/fJlf/V7$ NF - k B PJL$$| t LT<DjB3£tt:SB&4*MS& 

9 9/6 5 4 9 9f/^7l^7 HjgfcNF * ic BPI 
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&iS*T=y 'sU'ftvw&fct 

4- ^/ttMU ! 2 ) 4-/g&ft/^f £*bTV^^ v 

/R 3 S: (i) (t— y^^-^2, 5 

5- /tt^ffcT*fo5'ffc'£'#j) fcOV'Ttta*lg*V'L£[a*W: 

*v ' 0 sfc, ±ia— j&ss; (i) x-mzhzik&WKDo t= !>/&#©#&& 
t LT h V yjvjrvt 

x^tyf/i'T^ LT<D/8&{;ioi'TteM#fF^0 2 

2 12 1 MBH6 2-9 9 3 2 9-^$ft % 6 117 

8 5 9#83*IB#fc|J|iF£ftT:*3 'O , ^r©^-er=- y h y 7 /V/n 

^^/uSo3BAoV'-CM^$tL'CV'5. 

<75NF- icBfi&aFSrtetfs&K 4otU' 5 

TV'S, 
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OF COPIES OF TRANSLATION 
OF THE INTERNATIONAL PRELIMINARY 
EXAMINATION REPORT 

(PCT Rule 72.2) 


To: 

SIKS & CO. 

8th Floor, Kyobashi-Nisshoku Bldg., 8-7, Kyobashi 
1 -chome 

Chuo-ku, Tokyo 104-0031 
JAPON 


Dale of mailing (dtix/moiuh/yecir) 

02 December 2004 (02.12.2004) 


Applicant’s or agent's file reference 

A31322M 


IMPORTANT NOTIFICATION 


International application No. 

PCT/JP2003/0071 19 


International filing dale ( duy/month/xear) 

05 June 2003 (05.06.2003) 


Applicant — 

INSTITUTE OF MEDICINAL MOLECULAR DESIGN. INC. etal 



1. Transmittal of the translation to the applicant. 

The International Bureau transmits herewith a copy of the English translation made by the International Bureau of the international 
preliminary examination report established by the International Preliminary Examining Authority: 



2. Transmittal of the copy of the translation to the elected OfTices. 

i^uiring^uchton^al^i 1 ,,0l ' fieS ^ applicam lhal C0 P ies of lhat translation have been transmitted to the following elected Offices 

AZ, CA, CH, CN, CO, EP, GH, KG, KFt, MK, MZ, RO, RU, TM 

The following elected Offices, having waived the requirement for such a transmittal at this time, will receive copies of that translation from 
ihe International Bureau only upon their request; 

PM m G r A u L M A ,n AP ; Al ;^i^ BG ' BR - BY ' BZ • CR ’ CU ' cz - DE - DK - DM - DZ - EA - EC. EE. ES, FI, GB, GO, GE, 
py ^’J S ’ JP ’ KE ’ KZ ’ LC ’ LK ’ LR ’ LS ’ ET . LU ' LV - MA . MD, MG. MN, MW, MX, Nl, NO, NZ, OA OM 
PH, PL, PT, SC, SD, SE, SG, SK, SL, TJ, TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, YU, ZA, ZM, ZW 

3. Reminder regarding translation into (one of) the official languagefs) of the elected Officefs). 

The applicant is reminded that, where a translation of the international application must be furnished to an elected Office, that translation 
must contain a translation of any annexes to the international preliminary examination report. 

VoTum! Prepare and furnish such translation directly to each elected Office concerned (Rule 74.1). Sec 

Volume II of the PCT Applicant s Guide for further details. 



The International Bureau of WIPO 
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Authorized officer 
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121 1 Geneva 20, Switzerland 


Yoshiko Kuwahara 
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Facsimile No. +4 1 22 338 90 90 



Form PCIY1B/338 (July 1996) 




PCT Application 

, PCT/JP2003/007119 






PATENT COOPERATION TREATY ; 

PCT i. _ 

INTERNATIONAL PRELIMINARY EXAMINATION REPORT 



I Applicant’s or agent’s file reference 

A3132 2M 

International application No. 

PCT/JP03/07119 



(PCT Article 36 and Rule 70) 



FOR FURTHER ACTION SeeNotificationofTransmittaloflntemational Preliminary 
Examination Report (Form PCT/IPEA/4 1 6) 

International filing date ( day/month/year ) Priority date ( day/month/year ) 

05 lune 2003 (05.06.03) 10 June 2002 (10.06.02) 



International Patent Classification (IPC) or national classification and IPC 

A61K 3 1/167, 3 1/18, 3 1/275, 3 1/381, 3 1/40, 3 1/404, 3 1/4164, 3 1/421, 3 1/422, 3 1/426, 31/433 3 1/437 
31/4402, 31/445, 31/451, 31/455,31/47, 31/498, 31/505,31/5375, 31/5377, A61P 29/00, 29/00 101 37/06 
43/00 111, A61IC 3 1/222 * * 

Applicant — — 7 - — 

INSTITUTE OF MEDICINAL MOLECULAR DESIGN. INC. 

1 . This international preliminary examination report has been prepared by this International Preliminary Examining Authority 

and is transmitted to the applicant according to Article 36. 



2 . This REPORT consists of a total of 



. sheets, including this cover sheet. 



| | Thls report also acc o^P a nied by ANNEXES, i.e., sheets of the description, claims and/or drawings which have been 

™^ dCd ** thc baS1S f0r this report and/or sheets containing rectifications made before this Authority (see Rule 
70.16 and Section 607 of the Administrative Instructions under the PCT). 



These annexes consist of a total of sheets. 

This report contains indications relating to the following items: 

I 1^] Basis of the report 

II O Priority 

III . Non-establishment of opinion with regard to novelty, inventive step and industrial applicability 

IV □ Lack of unity of invention 

V ^ dt^ions^^e^fanatic^s ^lpporting^su^'^ate^n/ 0 n ° Velty ’ ^ ° r indUStria ' a PP licabilit * 

VI fXl Certain documents cited 



VII Q] Certain defects in the international application 
VIII □ Certain observations on the international application 



Date of submission of the demand 



05 June 2003 (05.06.03) 



Name and mailing address of thc IPEA/JP 



Facsimile No. 



Date of completion of this report 



06 November 2003 (06. 1 1 .2003) 




INTERNATIONAL PRELIMINARY EXAMINATION REPORT 



International application No. 

PCT/JP03/071 19 



I. Basis of the report 



1. With regard to the elements of the international application:* 
[)<^] the international application as originally filed 

1 | the description: 

pages 

pages _ . 

pages 



, as originally filed 
, filed with the demand 



, filed with the letter of 



□ 



the claims: 

pages 

pages 

pages 

pages 



• , as originally filed 

as amended (together with any statement under Article 19 
, filed with the demand 



□ 



filed with the letter of 



the drawings: . 

pages - 

pages 

pages 

□ the sequence listing part of the description: 
•pages 

pages 

pages 



, as originally filed 

, filed with the demand 



filed with the letter of 



, as originally filed 

_ , filed with the demand 



, filed with the letter of 



3. 



2 . With regard to the language, all the elements marked above were available or furnished to this Authority in the language in which 
the international application was filed, unless otherwise indicated under this item. 5 

These elements were available or furnished to this Authority in the following language which is: 

CZI language of a translation furnished for the purposes of international search (under Rule 23 1 (b)) 

□ the language of publication of the international application (under Rule 48.3(b)). 

(— I the language of the translation furnished for the purposes of international preliminary examination (under Rule 55 2 and/ 
or 55.3). 

With regard to any nucleotide and/or amino acid sequence disclosed in the international application, the international 
preliminary examination was carried out on the basis of the sequence listing: 

contained in the international application in written form. 

filed together with the international application in computer readable form. 

furnished subsequently to this Authority in written form. 

furnished subsequently to this Authority in computer readable form. 

The statement that the subsequently furnished written sequence listing does not go beyond the disclosure in the 
international application as filed has been furnished. 

The statement that the information recorded in computer readable form is identical to the written sequence listing has 
been furnished. 

4. The amendments have resulted in the cancellation of: 

I I the description, pages 

r 1 the claims. Nos. ' 

I I the drawings, sheets/fig 



□ 

□ 

□ 

□ 

□ 

□ 



5 | | This report has been established as if (some of) the amendments had not been made, since they have been considered to go 

beyond the disclosure as filed, as indicated in the Supplemental Box (Rule 70.2(c)).** 

Replacement sheets which have been furnished to the receiving Office in response to an invitation under Article 14 are referred to 

m r . e P ort as originally filed ” and are not annexed to this report since thev do not contain amendments (Rule 70 16 
and 70. 17). 

* Any replacement sheet containing such amendments must be referred to under item 1 and annexed to this report. 
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International application No. 

PCT/JP03/07119 



HI. Non-establishment of opinion with regard t o novelty, inventive step and industrial applicability 

"° Vel - * > nv °lve an~inventive step (to be non obvious), or to be 

□ the entire international application. 



claims Nos. 



1-a part of 14 



because: 



F ~j said international application, or the said claims Nos. 
— relate to the following subject matter which does not requl 



require an international preliminary examination (specify): 



the description claims or drawings (indicate particular elements below) or said claims Nos 
are so unclear that no meaningful opinion could be formed (specify): 



1-14 



The active ingredients of the medicinal compositions described in the inventions of claims 1-14 

“ — W ' de vane ? rai ;S e °f impounds, and it is impossible to conduct a complete 

search of them all. On the other hand, only a small portion of the active ingredients of the medicinal 

o^Set^r h — r fCla T 1-14 ^ su PP° rted b y the specification in the sense 
ot PL 1 Article 6 and fully disclosed in the specification in the sense of PCT Article 5 

Therefore the descriptions of the inventions of claims 1-14 and the specification do hot satisfy 
e requirement for specificity such that a meaningful international search can be conducted. 

a result m this international examination report a search of prior art was conducted for the 
inventions of claims 1-14 within a reasonable scope based on the compounds that are specifically 
disclosed in the specification, and this international preliminary examination will be conducted 
within the scope of that search. 



the claims, or said claims Nos. 

by the description that no meaningful opinion could be formed. 



no international search report has been established for said claims Nos. 



. are so inadequately supported 
_1 -a part of 14 



sequence f^ing to^omply’ wrth't^stoda^ ^ ‘?„?l^ lur r e °1 “l? nUcleotide and/or a™ 



’ COmply with the standard provided for in Annex Cofthe Ad'mTn^^l^^cdo^ 
CD the wntten fonn has not been furnished or does not comply with the standard. 

□ the computer readable form has not been furnished or does not comply with the standard. 
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International application No. 

PCT/JP03/071 19 



| V. Reasoned statement under Article 35(2) with regard to novelty, inventive step or industrial applicability; 
citations and explanations supporting such statement 



. Statement 

Novelty (N) 

Inventive step (IS) 

Industrial applicability (IA) 



Claims 

Claims 

Claims 

Claims 

. Claims 
Claims 



1-14 



1-14 



1-14 



2. Citations and explanations 



Document 1) 
Document 2) 
Document 3) 

Document 4) 
Document 5) 
Document 6) 
Document 7) 
Document 8) 
Document 9) 
Document 10) 
Document 11) 



WO, 01/12588, A1 (Mercian Corp.), 22 February, 2001 
JP, 4-217916, A (Japan Tobacco Inc.), 07 August, 1992 

A^T °^ 8 R - esearc * 1 Foundation of State University of New York), 1 1 

Yakugaku Zasshi, Vol. 96, No. 2, (1976), pages 165-169 

Yakugaku Zasshi, Vol. 95, No. 12 (1975), pages 1477-1482 

WO, 01/10865, A1 (Takeda Chemical Industries, Ltd.), 15 February 2001 

JP, 2001-522834, A (Amgen Inc.), 20 May, 1999 
Pharmaceutical Sciences, Vol. 3, No. 5/6, 1997, pages 295-299 
Fannaco, Vol. 44, No. 5, 1989, pages 465-73 

JP, 2-138260, A (Hoechst-Roussel Pharmaceuticals Inc.) 31 May 1989 
JP, 62-30780, A (SSP Co., Ltd.), February 9, 1987 



The inventions relating to claims 1-4, 7, 8 and 12-14 do not appear to be novel or to involve an 
inventive step based on document 1. Document 1 describes the salicylic acid amide derivative 
represented by Formula (2) as a compound that inhibits NF-xB activation. Thus, the inventions 
relating to claims 1-4, 7, 8 and 12-14 are one and the same as the invention described in document L 

inv^v in ? n1 l OOS f lat “ g t0 claims 7 > 8 > 12 and 13 do not appear to be novel or to involve an 
mventive step based on document 2. Document 2 describes the N- (3,5- dichlorophenyl)-2 4 6- 

ydroxy-3-mtrob enzamide mdicated as trial compound 105 as a compound effective as anti- 
inflammatory agent. 

‘° ° laimS 1_5 ' 7 ' 9 ' 12 “* 13 d ° <» be novel or to involve an 

inventive step based on document 3. Document 3 describes a salicylic acid derivative as a compound 
having anti-inflammatory action. p nu 

(Continued to Continuation of Box V) 
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VI. Certain documents cited 



1. Certain published documents (Rule 70.10) 



Application No. 
Patent No. 



WO 02/49632 A1 
[EX] 



Publication date 
( day/month/year) 

27.06.02 



Filing date 
(day/month/year) 



18-12.01 



Priority date (valid claim) 
(day/month/year) 



18.12.00 



WO 02/076918 A1 03.10.02 27.03.02 

[EX] 



2, Non-written disclosures (Rule 70.9) 

. Date of written disclosure 

kind of non -written disclosure Date of non-written disclosure referring to non-written disclosure 

(day/month/year) (day/month/year) 
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INTERNATIONAL PRELIMINARY EXAMINATION REPORT 
Supplemental Box 

(To be used when the space in any of the preceding boxes is not sufficient) 

Continuation of Box V: 

(Continuation of Box V) 

The inventions relating to claims 1-4, 7, 12 and 13 do not appear to be novel or to involve an 
inventive step based on documents 4 and 5. Document 4 describes the compounds indicated as AB-19, 
AB-22 and AB-23 as compounds having anti-inflammatory action. Moreover, document 5 describes 
the compounds indicated as AB-19, AB-23, AB-24, AB-50 and AB-43 as compounds having anti- 
inflammatory' action. 

The inventions relating to claims 1-4 and 10-14 do not appear to be novel or to involve an 
inventive step based on document 6. Document 6 describes the compounds indicated as cited 
examples 23-345 as compounds that are efficacious for rheumatism and inflammation. 

The inventions -relating to claims 1-4, 10 and 12-14 do not appear to be novel or to involve an 
inventive step based on document 7 . Document 7 describes an acetyl acid derivative having a 
substituent containing a pyridine ring as a compound efficacious for rheumatism and inflammation, 
etc. 

The inventions relating to claims 1-4, 6, 10 and 12-14 do not appear to be novel or to involve an 
inventive step based on document S. Document 8 describes a naphthalene carboxamide efficacious as 
an anti-inflammatory agent. 

The inventions relating to claims 1-3, 10 and 12-14 do not appear to be novel or to involve an 
inventive step based on document 9. Document 9 describes a salicylic acid amide as a compound 
effective for inflammation, etc. 

The inventions relating to claims 1-3, 10, 12 and 13 do not appear to be novel or to involve an 
inventive step based on document 10 or document 11. Document 10 describes the compounds 
indicated as examples 1, 2 and 4 as compounds that are efficacious for inflammation, etc. Moreover, 
document 1 1 describes the compound indicated as compound 3 1 as a compound that is efficacious for 
1 inflammation, etc. 

Documents 2-11 do not describe an inhibitory activity against NF-xB activation. However, 
because this examination finds that the medicine of the inventions of this application is applicable for 
disorders such as rheumatism and inflammation when it is actually used as a medicine, its medical use 
cannot be distinguished from the ones described in documents 2-11. As a result, the inventions relating 
to claims 1-14 are identical to the ones described in documents 2-11. 

The compounds described in documents 1-11 have anti-inflammatory action and they are common 
in the point about having the salicylic acid amide equivalent to the general formula (I) of this 
application as a base skeleton. 

Furthermore, based on the descriptions of documents 1-11, this examination finds that the ring Z 
of said salicylic acid amide derivative has anti-inflammatory action whether it is benzene, 
naphthalene, or one having various substituents. This examination also finds that the ring Z has anti- 
inflammatory action whether it is 2,5- or 3,5- substituted benzene or thiazole. This being the case, 
substituting the ring structures and substituents described in documents 1-11 is something that a party 
skilled in the art can easily achieve. 

Furthermore, it would be easy for a party skilled in the art to conceive of the anti-rheumatism 
activity in said compound. 
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